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Alzheimer's disease, alcoholic or drug withdrawal, etc. 



(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (I) and pharmaceutical^ acceptable salts 
thereof: a process for producing the same; and drugs containing the same 
as the active ingredient: (J) wherein W, X and Y represent each carbon 
or nitrogen; U and Z represent each CR\ NR 13 , nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R 1 represents 
alky I. alkenyl, alkynyl, NR 4 R\ OR 6 , etc.: and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(I) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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(v^n^Vj^s CF 3 , OCF 3N ->7/, -hn, NR 9 R 10 S O 
R n \ =N-OR n , SH, S(0) n R 12 . COR 11 , COOR 11 , 
fci0CONR 9 R lo ^bIlitl5Sl~2i«^T^?)Cl~ 

(xii) NR 8 eooR 6 (s^, R 6 ^mmtm^tM^t>u r 8 & 

(ii) C 1~87;^/K 

(iii) C 2~87;^-;K 
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(xiii) NR 8 CON.R 4 R\ 

(xiv) l~5ili|^DR 15 Tg^$tlTV^5^^ t< UlSgm^C 3-1 5 (D^ 

(xv) i -sm^R^Tg^nTi^^ t< nmm&o 1 ~4®©^« 

R ll8 ^(i)7K^^, (ii) C 1 ~4 7/^/K tfcfl (iii) C 5 ~ 6 <Z>^|tSl 

Z-a^-fZ 5 * fc« 6 W&m&-?M&£ fifc C 1 ~ 4 T^^fc^fr U 

R 14 «t(a)^o^iH-?- % (b)CF 3 , (c)OCF 3 , ((1)^7 7, 
(f) N R 4 R 5 N (g)OR\ (h)=N-OR\ (j) S H N (k)S(0) n R\ (1) C 
OR 6 , (m)GOOR 6 , (n)CONR 4 R\ (o)NR 8 COR\ (p)NR 8 CO 
15 OR\ (q)NR 8 CONR 4 R 5 s (r) 1 ~ 5l@<Z)R 1 6 -T?g&£*LTV>5J&»fc L 

^M^«tt>V*^fil~2j0(D^M^^Wi-S 3~1 5M^¥^t> 

20 R 1 5 {2(a) C 1 ~ 8 (b) C 2 ~ 8 7/^=/K (c) C 2 ~ 8 7/^ 

-/K (d)Cl~4 7;V3^> (Cl~4) T^^/K (e)^n^>Jg^ (f) 
CF 3 , (g)OCF 3 . (h)V7A (j)^hn, (k)NR 4 R 5 , (l)OR\ (m) 
SHU (n)S(0) n R\ (o)COR<\ (p)COOR 6 , (q)CONR 4 R\ (r) 
NR 8 COR\ (s)NR 8 COOR 6 , (t)NR 8 CONR 4 R 5 , (u)l~5^<£ 

25 R zo -efi^$tlTV^^^t ) L< fiW^C 3~1 0 t> L < JiZJitsC 

(v) l~5{ll©R 20 Tg$£tlW5^t>L< ft^S^©l~4ji<Z? 
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5 8 CONR 4 R\ l~5^@©R 20 TMm$^^TV^5^ 1 bL<^^©C3 

~i o<Dwm.h^<\-$~n^mmm^ &j;tn~5{@<DR zo Tg#i£;ft,w 
fcii 1 ~2j@(Dir^jg-T-^'aw-r5 3~i oM.<DmmhL<n-m^MMm 

10 R 17 (i(a)^n/r>^ s (b)CF 3 , (c) OCF 3N (d)v'TA (e)=hn N 
(f) N R 9 R 1 0 N (g)OR n \ (h) = N-OR ! \ (j)SH N (k)S(0) n R 12 , 
0)COR n , WCOOR 11 , (n)CONR 9 R a \ (o)NR 8 COR'\ (p) ' 
NR 8 COOR n , (q)NR 8 CONR 9 R 10 N (r) 1 ~ 5 IUKDR 1 8 a T?g&$tl 

x^zfrh l< itmmm<Dc 3~i 5^^t>t<«-m^*^, ttzit 

15 (s) l~5jHKDR 18a -Cg^$tLTV^^t ) t<(i«m<7)l~4tI©^M 

i ~2mv>mmm*te&-(f/~£frfe 1 ~ 2^©^^^^?) 3 ~ 

R 1 8 li (a) C 1 ~ 4 7^3VK (b) C 2 ~ 4 7/Hr~/K (c) C 2 ~ 4 7/^ 
=7K (d)^P^>ig^ (e)CF 3N (f)OCF 3 , (g^TA (h)~hP, (j) 
20 SH, (k) S (0) n R 12 N (l)NR 9 R a \ (m)OR 11 , WCOR 11 , (o)CO 
OR 11 , (p)CONR 9 R 10 N (q)C5~6©^|l, (r) 1 ~ 2{®tf)^ff( : K 

i m<Dmmj%*&£xf/iita-± 1 {i<»iof^£^i-3 5 6m.<dm 

*fc«(s)C 5~6(DM*S^fc«l~2f@(7)^m-?- > l|S)«*Jg 

25 tlfc C 1 ~ 4 T^^r^-eg^$^fc C 1 ~ 4 TV^/l^b U 

R I8, tt(a)Cl~47;^;K (b)C2~4 7;^=/K (c)C2~4 7;l' 
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io mmw^&£xf/ttztei~2m<Dffcnw^*^i-z> 5~i o*©^Lat- 

L < ft U 
R 16 «, 

(a) Cl~8 7;^/K 

(b) C2~8 7;^;K 
15 (c)C2~8 7M-;K 

(e) CF 3N 

(f) OCF 3 , 

(g) ^7A 
20 (h)=fa, 

(j) N R 9 R 1 °- > 
(k)OR 11 , 
(1) S H, 

(m)S(0) n R 12 (fcf'U 7*=^*f4^<) , 
25 (n)COR'\ 
(o)COOR 11 , 
(p)CONR 9 R 10 % 

15 



WO 02/053565 PCT/JPO 1/3 1581 

i 

(q)NR 8 COR' 11 N 

(r)NR 8 COOR u v 

(s)NR 8 CONR 9 R 1B , 

(o c 3 ~ i o <D^mi> t < n-m^mm, . 

W^n^ygf, CF 3 , OCF 3 , i/7y^fn, NR 9 R 10 , OR 11 , 
= N-OR'\ S«, S(0) n R 12 , COR n v COOR'\ CONR 9 R ] 
\ NR 8 COR 1 '\'NR 8 COOR 1 \ NR 8 CONR 9 R 1( \ C 3 ~ 1 0 CD 

15 ^oR a ^OR 6 Sr^^i-^^ N R 3 (4l{0(D/Nn>rV-Ctt^$tLfc7 3 i^yK 

0- hDT*gm$tlfc7^=/W4^^$T> (2) X, Y&«£t>*Z^§Stjg 
U*5j:trw^SE*J!R-7-©l* % R 3 (il~5fiOR ,6 (aotI§^ 

(2) ^tlh(DmW3&, 

(3) *nfeSr^*i-«CRFS*frii$i3W»cHi-5. 

25 ^KM^/BV^C l~8 7^ifi N p*?7K ^TvK 7"p^ 
r/^/K ^^^/K ^fvK ^f-^**5J:Vr.tbb©m4#: 
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I 

^/K'^^/K ^vvK ^fvK ;^^VK /-/K 
5 ^KjBB^^T^V^SC 1 ~4 7^3# fi* fit, ^ ^h^V, 

i 

10 5^?vK T'ntVK l/fvK ^i'fvK ^^vvK ^fvidl 
15 l-S^-^/K 7°n tVK :7>/K -^^vK •^v'/K ^^/K ^^/K 

25 S^^vK r/nkVK ^fvK ^i/^vK ^^rvvK ^:/^vK Jrf^s^ 
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A\ XfT-x-JK yfffi/^^ AsW$i£&\if bixS 0 

*fflllt 1 f , "e)fiv^C2-i 5 7;^=/v^lt l-Sfii^HS^Sr^, 
-t&x-J-zK T'PkVK ^VfvK ^^V/K ^7°^vK tf^fvK 

*TO#^T\ffi^5C 1 ~47/V3^> (Ci-4) Ty^/^ifi. * h ' 
15 Egfc-fs. 

>\ ->^n^<v^^. v^n^3fif>\ ->^7p^^>\ P^^-fc^ 
20 *M»^TJ3V^C 5~6^*^£{i, C 5 ~ 6 ©^il7 P 3= 
v"^ p^^f-V, i/^p^^-r^s v^p^^i?^, i/^p^^^v 5 
^Jim^/Bl^C 3~1 0©lMtfcL<tt-»^3(5S*fcfi, C3~ 
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-<>#y s yfu^iffy- yf o-'VT^i^ v-? n^^x^ i/^p^dr 
#W5HB**-T?/flV^C3~l 5©^att>L<tt-at5^*l!t^tt, C3~ 

i 

v'^n/^, S/^n^i^i^ S^P^#1f->\ v^p^T 0 ^, 
10 v^p^^-t^ is? v^*±y, y? v^zy? *?x.y s y? o^df-f-^j. 
> N x^ui^ -f:/x>\ i-y&isy* 7XVy x ^7°^i^> s 

/n°— t: Kn^y^ky, >{y?y^ fc Kp^^tX f h5tKot7 
#yy s ^V b! ^t7^^ t Kn/Xl/y, t Fo^^ v 
>\ tV7n [3. i. i] -^yfiy&m&mifbinZo 

15 fcWSftB^T/BV^C 5-1 0©^fltt> L< 'f±-St5t#*atfcW\ C5~ 

p-vt"^>\ p^i/x^ v-^p^dr-fey, i/# u^zf^ry, y?v< 
isfitoL'y^ y? v^i-y^y, y? v^-ffy'^-y, ^<y~\£y, ^y? 
20 u>\ -t^^:/, TX>y, t Kn^y^y, 4y#"y* 

t Kn^yfX 7^7t Kot7^vy, t Kp^-^^i/Vs 
-t Ko7Xi/yi|;55||f^5o 

4 ~ 6 Jl ttu lil?^ m^Jl^^fcMlim^^^^ 

25 < th lfi^-f5 4-6jlO«*itTU-/K *fcfi-t©— SBfclX tt£ 
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5 ^iB»^.-effiv^ i ~2m<D&mm*. i io^i^iv/ttii 
k c n-/K >r ^^y-7K t°yv>>\ t°7v J >> ^uss^ 

io try^y N 77^, t°?y, f-^-y^y, ^7 -Y > (^t°7^) * ^ 
yii^y, f^v^ Kntry Knt 0 u^^ 

15 xy v 7^7k Knft7iy s 7f7t Kn^-T-f >s ^/^*y y N 

20 sfcjtjoi^&^i-s 3~i o^©*att>L<r±^ats^*atTy'-yK sfc 
25 /k t'yv 5 ^ t°yi>^ t'y^i^y, t°y^>\ 7ift°>\ 
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3h3Mf-;?7S^ ^IMff^ ^-^f-^Tif t°^ N fjy'^K V^T 

ift°^ N -O'K— ^y^^K-/K -fvK^^y ^^^v, ^y 

5 ^/77y ^/fi-7xy, ^y^yy ? ft7xy s -f>^y— /K 
^f-yuy yy3vyy, 3vyv^ yfyVv^ -T^^y^y, ^y^r 
^tyyy, i/yy y y ^>-y^-^rf-y— /k <*is-/ttWT 
y— ^y^f7'/-;K ^vyy^^y-/K ^vy^7if^> -<^y 

i©ft^^tt?.3~ i 0M©^itL<ezMii7 y 

i 

^ s t° p y ^ N t s n y i?y s $ ?y v >\ 4 ^ y ^7 y y ^ 
t°^yyv?^ N hyryy> x hyryy t h?yy>\ v-hv^v 

15 tv^yy, tVyy^ v^fc Kn t°y f^tKoi^'J^y 

Kut-y^v^, ^-t Kot°!J vyy, -yt Kotl^yy, rhykK 
Dt c !J^yy, ^tKntl^yy v>k KB7i?k°y, r h7k K°7 
ifk c y N /^-k KoTift°>\ v>k KPv^Tift 0 ^, ffn Kn-^Tift 0 
20 ^ A— k Kd v>7i? k°>\ ^-^iy^^x ^-fe^^ v^k Kb77^, T" 
f7t Kn7 7>-x v>k Kb k°7>\ 7f7t Kb k°7^ v>k KB^^i? 

y s i?t Knft7sy ff7tKnft7sy ytKn^y (s? 
k Knftk7y) ,rf7t KB^-T-f^ (rf7t Koftfyy) % 
25 v^fc Kpf^tV, r^t FPfit°y, k Fn^t°y Jr^r^^/ 



21 



WO 02/053565 



PCT/JP01/U581 



, HI ■ 

I 

5 yf7y : -/K ^-/u* y ^> ^^^*y ^ > k y > % ^ y-r v kjj ^ 

^ N t Ko/f v>k Kn^<yyf-t7xy, k Kn 

^^y^^-^oi^, v?tKo^y^/^7x>, /<-kKo^y^yy 

10 y y y N -r h n Fn^y y v s ^— t Kd'^y y >\ i>k Kn^y^y y 
>\ r hyk Kn-f y^f-y y ^ s k Kn^ y^y y ^ N >>t Ko7^7 
7F7tKP7^7^7, ^'-tFn7^7^ S?tKof7f !) 

7h7tKnt7fP^ ^tKpt7fyv?y s?t Kp^; 
^ft!)y, fh7k Kn^y ^rf-y V N t Kn^y^f-y i^t Ko 

15 7i7tKnW!Jy ^-tKn^tyy^ v?tFpy 

y;yy, 7F7t Koyyy y > N k y >\ kp^^ 

y^f-y*— 7K KD-^^y^-^f-y— S?fc Kn^y/fT/ 1 - 

;K k Kn^yyf7y-;K i^k Kn^^y^^^y— /K ^ 6 ~k K 

p^yyy^y-;K ^y7y v^*-y->\ v^f-v^, 
20 im>-^v s ^d-77, 4V9wvvmftmfi6ft>%>* 

ARE Lfc 1 ~ 4 1 ~ 2 ffl ©BHfcJDK^SS i r± l ~ 2 
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I 

momnm^t^ir^ 3~i 5*©^> l< ^-^mustr y -/y<t 

/K 1^!)^ h e 7^V N t°!) k°y^-yy, 7i-?k°>\ v^ifk-y, 

^f-v^Tv^; ^*lHfk 0 y, ^"^f-^Tif tv N fry-/K ^yf7 

ifk°y, ^y-K-A, ^y^r^K-/K -f^K^^y ^y/77y ^y 
^yy'7yy ^yy'f^7xy •Yy^y'fi-7xy -Y^y^/K 

10 ^yyyyy^yyy ^/yv'y 7^7^ t7fy^y 3V ^ 
t!)y ^tyy^ yyy y y N ^yy'^ty- /K ^yy^^rty^ 
^yy^T^-zK -<yyV^V-/K ^y"7f fy -<yy* 
v^Tif k°y vl ^yy- h y 7/-;y ^yy^tf t°y ^^y^^f-^r 
iffy, ^yy^Tift'y, ^y/^^y'-zK ^yy^T-yr-fef k°y N 

15 ^yy^ifygg^ii-tf e>n5 e 

^(omn^^^irh 3 ~ 1 5 M<^Stt> t < \±zM^MMnr y -/ke> 

— $pt> l< te^muLtzhvt Ltii, T^yy-yy, m^y, run? 

y N k° n y y N k° p y v>y s ^ y y s ^5 *V y v'y t°y ^ y y, 
20 t°7 N /y^yx h!J7yly b y 7/y yy> 7- hyy*y y> r hy^/y 
yy t^y^yy, k°^7> J y> v*k Koti-yy 7fn Knt°yyy, 
>ytKot'7^y Th7t Kot^^y kp t°y ^ yy xbyt 
Kpt°y ^v?y, t Kpt°y v^y Knt^^y^ r h7t k 

Pt°y^v?y, fc Knt'D^y Kn7ift°y 7hn Kd7 
25 iffy. /N°-t KP7fkV> v>k KP^7i?k°y\ r h 7 k KP^Tiff 
y N k Kp^Tifky, ^Vy^ ^-^ir^y, v^kKn;^, x 
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i 

\ v?tKo-<yt^ty-;K 7F7tKD-fywy-;K *^f- 
10 ^ (TF7tKpf7y^v) s ^kKp^y^^/K Th^kKP'f 

yf7/wK -t/y*y>\ f-^^Msy:/, -fyKy>\ ^y^vKy^. 
i?kKo^y"7 7^ /^tKp^y/7 7y, ^tKp^^/77 
y, t t?t Kp^yyW7xy, t Kp 

--^y^y :*y\ i^t Kn/fyxyy*ft7xy, t Kn^y^^y 

;i)y, 7^7k Ko^y y ^ ^-t Kn*y y >\ e^t Kn^y^y y 
v N x h7t Kn-f y=¥y y y, ^ c -t kp^t y^y y Kp7^7 
fFn Fo7^-yy ^°-t ^^7^7^ Kn-t-y^-y 

v>>, 7f7kKnf7f Ui?y, /^kKnt7fpyy i?tKp^y 

20 3-y-y >\ t hy t Ko^y =¥-y-y y N t Ka^y i^t Kn 

3^-yy>\ 7^t Kndr-7-yy^ /<?— t Kn^yyy, v?k Kpv- 
y;!)y r f 7 t Kp -yy-y y >\ t Kpyyy y ^> s?t Kp^y 
y^-^rf-y^/K ^-t Ko^^y^-^rf-y-yK i^t Kn^^y^ry- 
/k t KP^yy^T/^K i>t Kc-<yyv ? yy— /K t k 

25 D-<yyv $ yy— yK e^t KP^yyri-ff^ 7h7t Kn^^yrif 

k°y, v^k Fp^yy^jf k*y ff7kKp^yy*v > 7f k°y ytF 
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■^drf-y, S^drlH' y^> s *p^>\ ^y^p-^>^ 

10 {H<DfittltW : £&'£*Pt"5 5~l 0 l©^it) L < HZl^ilT y -^^ 
LXti, k c p-/K -r^^y-/K tf7J/-/K TYyV- 
;K t'^^ t°7v^ trpSS^ fU^y, Tiffy, v^Tift'y, 
7 7>\ t c y> N tn^ v f^7i^ (f-^-h'yy) N f-a. 

15 WvT^^ ^iHffc 0 ^ ^-^f-v^Tif t°y % fTy'^K 4 

iffy, -T^K-zK yyy>K— /K ^fyK^i^ ^^77>, yy 
^/yy-y^ ^^7sy, ^y^yy^xy, ^ y*V— ;k ^ 

yyy> ^y^yyy, 7^7^ t7f y^y ^y^-y- 

20 !)y yy/iiy ^yy^-tf-y— /y ^yy^t-yry' 

i©«IIf^lt5 5 ~ 1 oM^¥^t> l < y -/k© 

25 t< Ufcfc©*: LT(i, t°n y y, fc°u y ^ ^y 

yy ^^vy^y, f 7 yyy k^yyyy MJryjjy hyr 
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. rill 

I 

Ko t° y i?-y s rf7t Kntl t?y % i/t K p fc'^.v^ T b 7 1 Knt' 
7^, v>fc Kn t°y *<s?>\ t- KPt°y 5; i?y s /^tKnt°H 
v>y, ^t'KD^'D^ 7f7tKnf!)^^ ^tKnk'!)^ 
5 y s v>t KPTif fc c y, x t KPXif t c y, /<-t KoTf t'y, v>t 

i 1 

KP^Tift 0 ^, '^ fc KP^T-^t: 0 ^, t KPv^TiftV, K 
077^ 7h7t KP77^ v>t Knt'7^ 7f7t Knt*7^ 

Knfi-7xy,'7 i f7tKDfi-7xy, -y t KofT^f y (i/t Kof 
10 ^-t°y^) % 7h7kKoW> (ff7tKpftt s 7^) N Kp 
. ^Qfc°y N Ti7tKnfit'7 x /^hKof^tV, W/yy (v= 

t Kpy y^-y-y^/K 7f7t kp-t y^-^r^y-yK twry* y 
nKDfTy^) „ Kp^y^-ry-zK x h^t Kp-fyf-ry 

— /K ^/i^ y y, J-Jr^jvib y y N 4 yVV >s -i y<4 is K y y, -7tK 
p^yyy^y, t Kn^yy'7 7 y s -yt Kp-Y y^^yy 7 y N 
Kpy y-^y/7 7y -yt Ko^yy'Wxy /^-tKp^yy 

20 fi7xy -yt Kpy y^yy'f-;ty /^tKo^y^yyw 
*jt Kp-f y^y-7K Kp-f y^y-/K s*fc Kn^yyy s 
7f7tKD^7 y y x ^-t Kp^y y y N Kn^ y^-y yy 7F 
7kKo^y^yyy ^-tKo-fy^yyy v t tFn7^7yX r 
f7kFoy^7^y /vtKo7^7^y, y^Kn^fyv'y r 

25 Kp-j-y^y v>y\ Knfyf yyy, >yt Rp^y *D-y y, 

7f7t Kp^y^f-y y, Ko^ydftyy, v>t Kp^yy y, 
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fFnFo^yl^ /^tKoW!)^ ^fcKoi/^U^ x 
;K KP^yy , t^ty , -;K 5?fc Kn^^yf7y-/K K 



I 

(v)xfciOT«^fc^ zfc.fciwas&Stig^-cfctK u#c = o 

£ 7~ ft C = S T 5 JH-g-^r L V \ 
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a-i)x, v&xyw&Rmmz-s Y^x.uz^Mmm^h^B^, 

(iii-l)X N YfcitfZtf&SSJJS^ U jo i t/W^gf?f JF^-"?fo 5 $.£H3\ 

io (iv-i)x, Y*5j;0w^^^ z«»^, xj&mmm*T*&z>m&^ < 

(iv-i)x, Y^it^w^m^, z«^, uflsg^m^Tfesm-g^ 

(iv-2)X, YfcJitWtf^lI-?, Z^»ig^ N UW^t^Si^ 

(v-i)x^oj;t>'Y^^j^^--efc»9, zftj:tw#a*ac**cfc!K ua$c= 

15 OtSbSli^ 

-tts*; (i) T^Sfts^&Wfc^fcuifcv^ xvMt&mWk&mkL 

Xn&.TfD-^ (1 - i) (1 -xxvi) T?^$ix5t>©* s *tf b 

20 H5 0 
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t 
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fM R 3 N R 3 



-Ixxt ( I — i ) J»3* ( 1 -xxvi) T^frS^TOl^'tU 
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(I) V7F£ti5*&W4k&mz.te^x, 





(A-5) (A-6) (A-7) (A-8) 



10 (5£«£ N GteO, S£fcteNH«:bU R x |iCl~47/V^k Cl~4 

(I) X7F£nZ>*%Wik&mZ-iS^T, LV^R 1 i: LTtiU 

(i) l~5iOR 14 «$jl'CVN5^t)L<ftiIt©C 

(ii) 1 ~5©WR 14 T®&£frW5/^t} L< fii&g^<7)C 2-8 7;^ 
15 A\ 

(iii) l~5l@(£R 14 T-tt&£HW3;^L< ttim©C2~87M- 

(iv) NR 4 R\ 
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(v) OR\ 

(vi) l~,.5^R 15 T*tt^^tLTV>S^^b< ii&fI&©C 3-1 5 <D^M 

(vii) 1 -5{@<DR 15 -Vm$:£tlT\^frh L< J3jE{i&<D 1 ~4j@(Dg^® 

i 

(a) R^m)7KmB.^Vh^), R 5 ^(ii) 1 - 5fH<2R 1 7 rM&ZtLX^Zfrk 
10 t<liift©Cl~i 5 7;^;K (iii) l~.5iS<£R 17 -effi$£;ft-ti^ 

/i^U<(litfe©C2~l 5TA-^-/K (iv) 1 — 5#]£)R 17 -ett^£H 
TV^^ L< fi^g^C 2-1 57/l^~yK (v) 1 - 5 m<DR 1 8 "eg}& 
$HW^t>L<|iiit©C3~l 5©IIH<ls:l«, * 
fc It (vi) 1 - 5 6©R 1 8 T"g|& $ tlT V > § /5>t> L < 1 ~ 4 ffiCQ g 

3-1 5M^¥^ 1 bL<«-^itm^'Cfc^^\ £fctt 

(b) R 4 ^(ii) 1 ~5{@OR ^Tg^tlTl^/^ L< ItMW^C 1 - 1 
5 7/V^K (iii) l~5#I<DR 37 -eg^$nTV^^^L<«*^(^c 2 
~l 5 7/v^-;K (iv) l ~5{il<7>R 17 T-g&£2xTi^^ L< 

20 <DC 2 - 1 5 7/^-/K ^fcfi(v-l) C 3 ~ 6 (DW^m^^X^h <9 ^ 
R 5 ^(ii) 1 ~5{HI(DR 17 -Cg^$^TV^^'b L< «4ffig^(DC 1-15 

(iii) l~5{[il^R 17 -egm$tL-CV^^j6^L<« 4 Jigm©C2~l 5 7;^ 

25 (iv) 1 ~5j@OR 17 -CM^$tLTV^§^i^ L< {^ilg^OC 2-1 5 
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I 

•i 
1 

(v) 1 ~ 5 fc<0fc 1 8 "Ctt& $ tlX V > 5 t < fifcfi*© C3~15« 

(vi) l~5{i©R 18 -mm£HTV^^t> t< tt*iflift01~4ffl©S#l!R 

10 ~5<@<0R 16 "t?il&$;fc/Tl>53&»fc L< \-imW&<£>& 




( " 

mm^tcit^nm^ im^Lx^xh^s-i 5ji©wt>L< « 

v o Q 0 0 0 0 

I I I I I I I 

0 o o 0 0 0 

1 i i i i i 
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i 

15 5 C 

20 ^7?^ iX^ n^yf;l/7 5 V, ^y^7?^ 7 ^^vV7 ^ fc c 
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i 

(A) — jR^ (I) Ff\ R^SOH-efcD, ^oR 2 fc'il)!R 3 ttOH, 5/T 
10 -jRS; ( i -a) 



OH 




(I-A) 



is ns-fb-g-*^ -jifist (n-i) 

H 2 N^ 7 

R 3 " a 

(in- 1) 
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(3 



COOEt 



(5£tK A a gSteg&fn £ fc tt-SM&fn© C4-6mII0S;§; fete 4-6 

±IB— (ID flst (m) ^ZtiZfc&toofcmn.&to'VtoQ* W 

10 . /N7^!>Alf) ^Jl^T, 0°C~2 5 OtftT^^c 

(B) (I) 4\ R^lOH^^f N iJ>oi/7A =N-OR 6 f 

1 

fcfi^a-Lbfc^ri-*^ *5ctt/c 3~i o^it)L<(iiTOii, 

£fa ^-f 53~i0l©Mt)L< ft ~ Sl5£^Sg £S t> £ 1\ R 2 *3 J; X? 
15 R 3 liOH, ^7A =N-OR 1, *fca^n&mt5M^$^ft 
o*D-j»!^ (I - B) 



Oft*, R 1-a teR 1 ct^i:7lc*£;Sfr-f- 0 fc?cLOH£S;b£1\ ^ov-T 
A =N-OR 6 ^fc«^^b^Wi-5S> 3-1 0©fitL< 

20 fi-gt5£$3ltSJL 1-4{H(^^E^ 1-2^0^^^^^/*^^ 
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T:*$;h,5rt^tiU (IV) 

X 

i: ;u a (iv) 



5 (5£4\ Xli^p^yi^fcL, ^©{&OlB-^«Sijf2<ir[l]CE^^^^ 

"to ) 

T^^tLS-fk^ir^ -Ix5t (V-l) 

H-R 1_at (V-l) 

10 7>\ =N-OR 6 ^fc(i^nb^-aW1-SS, fcj;t>'C3~l 0©^gi't>L 
15 tfctt-jftS: (V-2) 

R l-ac (y_ 2 ) 

(5£$ v R 1 "' c (j:C3~10©^it)L<ia»is l~4fi(7)^ 
JjfHK l~2j@OSimm^it>V*fc«l~2f@^m^-T-lr^i-5 3 
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±!E-JR5^ j(IV) £—&5£ (V-l) ■C^$'ix5'fb^*©S*Stt^-Cfc 
5 YV <7 A:^ h * v K«jt) ©#ftft fcte##i£T. 0-2 0 0 'C-CfTft fcti 

So 

±1E-^ (IV) t— «5£ (V-2) T^'^5{^i©^«T"fc 

10 >f^«S) ^rffiVNT,. 2 O c C~31&^Ttf^b^^„ 

— jfi!5£ (I-B) T^^XSM^, R 1_a ^i~2j@(DOR 6 t 
fcteCONR 4 R 5 T'g$&£;ftT^;5C 1 ~4 T^^T*)*^** o£ "9 

r i' 

( I — B — 1 ) 



1-a-1 



15 




(I-B-1) 



(Sl^U R 1 - 8 - 1 ^, 1 ~2{i(DOR 6 £fcteCONR 4 R 5 T-a&£;ftTV^ 
^SftSfl^li, (I-B -2) 
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R 



a 



(I-B-2) 



(5t*K R 1 - a ~ 2 fi, l~2fa<E>COOR 6 -Cfi&£;h/rv^C l~4 7Vl^ 



(5£^ s R 6-a " 2 te, (i)Ci~l07M;K (ii)C2~i 07;^-;K 
(iii)C2~l 0 (iv) 1 ~5{@©R 18 Tg#l$;ft,TV^^ L< 

tt»©C3-l 5©||^UltS^ii, (v)l~5|OT 18 Tf 

io *sj:tr/*fcr±i ~2i©«»^tt5 3~i 5m<DmmhL<i*- 

Wmmn. *fctt(vD l~5{iOR 18 Tjt&£flTl^/i^L<te&g& 
©C 3-1 0<WSIt)L< tt^RSfc^SL *5it;i~5{[iioR 18 -e€m$ 

V/4fct4 1 ~ 2 ii^flfdtJj^&^tS 3 ~ l o I©¥S 1 L < fi "gtsS; 

■to ) -Ttt*frz>tt&tobm&*ikz>i)\ hzwz-IBfo (vn) 



5 



X-R 



H N R 9 R 



i o 



(vn) 
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^^T, - 7 8 — 5 O'CTfrftfctflOc 

-IKS: (i-B-2) T*$Ji5ft-fr4fc©«5cSJtS«o— (vi) -ctf 

-j&5£ (]-b-2) -e*$n<5^»©Ji5DR^©-«!S; (vn) t?* 
/-/k ^y^c/Vwi/f) <k o~i o o < c-efT^H-5o 

10 *7t N — (I-B) «K R : ^NR 4 R 5 T& tK R^'i^R'^li 
miitT, 1 ~5{®<DR 17 Tfi^$;ftTl^/^t> L< Mg^OC 1 ~ 
157Wffc!), ^oR 2 *dJ:I>*R 3 c|3^0H n ^77, =N-OR n l 

fett-tttb^^ iS^^^i^W, jfisS (i-b-3) 



15 0£f N j;l/R 5b - 3 ^^n^:W4lVLLT, 1 ~ 5 ffl© R 1 ? "Cgm 




R 
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T $ K-fb 
>- 



R 4b - sA IMH 




N x '"vy 



xittTC 



D 4b-3 




(I-B-7) 



(I-B-6) 



(I-B-5) 



T 5 K-fk 



D 4b-3 R 5b-3 




17D 




(I-B-3) 



(I-B-4) 



(1) R 4b - 6 tti~5j@c>R 17 -ee^$tLTv^^'bL< 

nmW$:(DC 1~1 4 7M;^il9L, R 5b - 4 «l~5#l(7)R 17 ^fi^$ 

T\ ^ 7-f K (^if P/^n^ h\ f-*~jVjr Ym t - 2 0 °C 

(^d^A v ifrfb;^!^ ^fvv*— 7VK f b?tKn 
£>£JSte, TOt£#* (T;v=f> N ^*#) #ffl$Tr\ &7k&#-CfTfc5£ 
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MThRm-i^X'hV > mx.lt, Gmmm (7h7t Kn77^) *U 

-K (I -B-7) , tt, -jRsfc (II- 2) , 

i: *u a (n-2) 

5 , . R 3 " a 

(in- 2) 

GX <ID - 2) 
JbfB-jft;£ (n-2) t— jttst (m-2) x-^ $ *i 5 ik&mv&fcit&fti x 

15 mmmm (ri>nKD77^) 4\ &s (yt^A^y/nw^ 

K«f) fcJBV^X, - 1 0-5 OX^-VftftfrilZo 

(c) (I) * N R 2 fcj;^R 3 ^^i-£^, ^<HiWoh 
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R 



3-c 



Z\ U'teXUR 3 - 0 ^^^ Z, Ufc£^R 3 £|WJCS9fc£* 

5 To ) X*7F£tlZ>fc&mX —$9t&. U -B) T^HS'fbl^^ R 2 &£ 

Tftfrib-^St (l-B-8) 



(5£>K Z b ~ 8 , U b - 8 *5<ktKR 3 - b - 8 {i^^tl, Z, U^it^R^lflD 
10 E*^*t?f^s ^^LZ b - 8 . U b ~ 8 *5j;t> , R 3 - b - 8 ^^TS1 3 s 4>ft< 

15 fvK ^nn/jvl^iO cp, ,W*@£ (Hj^b* £|ff^) Sr^T, -8 0°C 
~8 0°CX*fttefrtlZ> c 

(D) -J&it (I) R\ R^it^R^j^fS^, tt>HH* s 
= N - O R 6 £ fcte = N- O R 1 1 ^tft^S^SW^^ o£ 19 




1-a 
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(I-D) 



R 



1-d 




(I-D) 



R 



3-d 



(1) (I-B) T^$ft54t£W, R\ R 2 ^«tI>'R 3 ^r>1-« 

V>ft< ^ti 1 W-CH (O-Cl-4 7;^) 2 -all"-f-3g-e£>£ 
1-tlfr*p-m& (I-B -9) 



(sW, r'-^ Z b -\ u^^^t/R 3 - 13 - 9 ^ ^L^ftR^ Z, U 

&£i;R 3 ^Dfl^t. fc/ctR 1 - fe -\ Z b ~ 9 N U b " 9 joJ:t/R 3 - 
b - 9 ^*^1-S c t 3 s ^^<Hiili-CH (0-Cl~4 7;V^) 2 ^ 

fete 

(2) -JR^ (I-B) T:^ 5**15 fl^fc'K R^^SOH^^-r^STfc 

5<ft£«\ ^L<ft-^ (i-c) T^H^Mb^tK 1-ftfc*>-JK!5£ 



5 4>ft< t tlfti^N-OR^fc^N-OR'^MtSS^U^ 



10 




R 
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( I -B- 1 0) 




(I-B-10) 



,3-b-10 



(^, R\- b - i \ Z b - lc \ U b - 10 fei^R 3 - l - 10 ll WnR\ Zs 
5 <«z b - 10 , u b - 10 *5J;i^R 3 - b - 10 ^^^i-s^ x />&< 1 filiOH 

io $o * % gg (jask fltse*) ^v^s o~i o o°cx*fit£fc>nz> 0 

15 &t>;ft5 0 

N-0-R\ £7c:teH 2 N-0-R 11 ^-C\ 0 ~ 5 0 °CX*nt£k>tlZ> D 
(E) -flgiS (I) t\ R\ R^J^R 3 /^^^ 'Pte<thimi* 

20 (I-E) 
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R 1e 




(I-E) 



5 mutm^HM^m^ir 0 ) ^sftafc-a-j&f^ — js^ (i-d) t*^$ 

ti^bB^ 1 ^ R\ R 2 fc £t>*R 3 «^-f-£(D 5 ^'>& < t h l « = N - 
OH^tt^llriW^ ot«9-^ (I -D-1) 



1-d-1 




(I-D-l) 



10 &J;t>"R 3 £^i:S*£te1-/^ fcf£LR 1 ~ d -\ Z d ~\ U^&iOT 3 
£fc> (iv) -e^^ti^jb^fett. -JKS; (i-a) T^tiMb 
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*ofl&©tu»jg(^T»fc5— (n) x (ni) > (v) , (vi) ssitr (vn) 



H 



5 




(5£fK R 2 - 6 ttR 2 «tl^ICE*^t>-r^, OH, ->7A =N-OR n J 

testes (vin) 



o 




(VIII) 



10 (5£^ -t-^-coia^fiSulEil^CS^^^^i-c ) T^£;frMti^<^ 
KF7Z? y s*fcj&£ikzzk\z£Qmkztiz>. Sfc, -jftS: (ni) -e^£ 

I££HTl^ 0 (VI) T?^$^5<b^*©5*>^ l-v-TV- 

1 - (2-^^-^-4-y h^V7ai=/W 2 -^"^f^Bioorganic 

15 & Med. Chem., £, 181-189 (2000) fCfe<££;ftTl^c 
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mmn&ELfc^kKfjfe^Ti>^L, ,v><oa>0RjE&tt7«fcfrft 

5 Hlli, #3BpHfr£**::U 3, 10W30mg/kgg4Lfc7y 

i 

h © a- - t 0 ^ r - a # z> ^t^77tfc5 0 

(1) AVV7-f^7s/t^ 

15 t h c r f i iyMBM« G&tfctt cho-k.i M) & => > 

pbst'2 nigfc#- t7tm, l/c^v i/p? y-t^mism 

(Tris-HC ] (5 0raM, p H7.0) , EDTA ( 2 mM, pH8.0) , MgC 
1 2 (1 OmM) ) T«L/c 0 BaftU^iSWJiaSr^^^a^^^^-Yif- 
20 £J8^Tflfe#LfcgL 10000 g«U «$ffl#<SrlI!JfcL;fc:. ®WLitmmft 

X'U ^rV ^'7 y-fe-T fc/Bv^o 

25 125 1 -CRFSrO.SnMKftS J; 5 fc^M % ^>f y*fe>f aflffR^* 
JRU V!) at>f XUfc 1.5m 1 f-»-^:5 0 n LlD^Lfc. fcteSS-ffrfr* 
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j 

LfcttlvDMSO ypft} \ t.ftti 100 yM©CRF 

fc*mte£'^fr ( , 2S I - CRF©ftHMtt0.25nM) 0 ^ 
2 B#P^-T V=^-<- h Ltz 0 S£HTi> JKBi^SrllllRi-Sfci!) 15000 r pm 
5 X'M>b Ltc&s ±ffi Lfc P B s'/0.01%Triton X— 1 0 0 X* 2 HI 

^r<£>^ #*Wk£tott»l^g<«&£^ ( I C 5 0 4fi< 1 mM) 

10 (2) Si*^;+*aiKfc-J:*^SefiH4 

flc®«fc 13 5 0 cm^li^I, |r]C:R£ ( 5 0 X 1 0 c m) <D2fc<D*—-7 
^7— A<t> (5 0X1 Ocm) ©2*©^p-X7^ (4 0c 

15 Ltc 0 

m60 3O&mz.U*&9Z<D&&M (5ml /kg) ^gn^LfcSD 

20 ^m*Hl~2^^i- 0 

mimxf2XK), **M©|UfeW2 (7 8) ©fb£*jfi N £41:3&J: 

[#14] 
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&m&^tj>£m?mm*tctemmK^9)j-vfoz> D mz.&. ^-^t c 
y-K5o^ N nmko^m, MM£t>om, ^Mmnmm&?^m. 

, iStitft^ (PTSD) % 

» N T A,frA,&!k$E.m&, ^yT^f^f^ 

20 ^IfMiJ^^lE, ^ifiLW*^«^)iiMii^0 (SJjfbJE, ftp, 

25 Plfel»8P©|T^^5 t 
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\ t 

ft&tK M%,'l&A—Ahtc<9, lHCof, lmg^b 1000m g OfaSTs 

o.imga>Bi'Oo'mg<?(6i^ i 0 lm^b^m^isp^ (ttKit 

5 m&^Ztl&o ' 

i 

15 £fcf«l^ij (7^ h-*> ^/^-^, 

20 fecfoxi^ttfflv^^n^o *fc> ^mz-^^-T-Hisfn mm. 
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ti< mm®* mmm. -wmu mstm> mm, mmm , 

ttSH£«fc9&;&£;ix5MB?fc^ EWJs KAflk * 

ymr b y $j*h^^?^ymo£?temm^^Lx^xi>£\,\ * 
■?u-%\\(Dmmjj&n, mx\mm¥fffm 2,868,691 ^xxfrnm 3,095,355 
^\m^<mm£tix^z> 0 
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m £ £ ft £ t> -m ft v \ 

MBit, m%Litt$m&m*itimm®m&*u m&nmmtz&toi-o 

NMROffiBffc* SftTl^ # y n rt^jgjfctt, SOJ&^ffl Lfcigift*:* 

i 

5 LT^£ 0 



H 3 CO' 



V CH 3 



10 TAszt^fSMT* 1, 2-v j ^^-4-t< b^v-^ifV (13.6 g) 

(2 0 0ml) N-^D^^W^ K (17.8g) *5<kTJ*2, 

2'-7yt-7^y7'fD - b V?V (4 9 2mg) <DM&<%)&1NZ-s 6.5 l$ffl 

#Ut„ 5«fc#*.T*ieLfc„ MEStN, N-^W/W5K (1 
15 0 0ml) fci8#U '>TWkt M) !>A (9.86 g) &Jn*. N Bfe}*# 

4) x-mmLXs uTommm^^mmi^m (n.78 g ) 

20 T L C : R f 0.20 (n -^^rfy : Kixf ;>= 9 : l ) ; 

NMR(300MHz, CDC1 3 ): 8 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s,2H), 2.32 (s, 3H) 0 



##ffj|2 
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I 




H 3 CO 



7fr=fyn.ifcT, ^mi-vrnmLtcit^ (11.7 g) ©n^^ (6 0 

5 ml) mm\^ &mi-hVVJ± (2.3g) ^miU^^ftTiP^, 5 0 o CT'2B| 
ffljfctfb&o (4 0ml) 2.5 B#fffl3S«EU $ 

bntc^g Sr* ( 3 0 0 m l ) L/c 0 2 Nit^T* pH4iU 

10 (12.06 g) &#fc„ 

.<" 

TLC : R f 0.45 (n-^f-V : @^@£^9vl^= 1 : 1 ) c 



,B(OH) 2 




15 H 3 CCT ^ "CI 



3 _y p D _ 4 _-/ D ^. T -y_ ^(2.14 g)^)^*^ t Ko77V(l 
0ml) MB*- 7 8°C«£PU 1.56M(Dn-^/l-y ^^A/^^ff-^ 

(6.5mi) mmzmru 3o^mmnLtc 0 %fcM-&m^ frtmvyj 

y^otvw (2.3ml) S:»TU - 7 8°C-e2 0#r B m#tfc o Sl&ili^K 
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t-^Wf/^-T/V (4ml) -e»U hW&, f^LT, 

mmzfi-tzMMfc&yd (68i mg ) *nit 0 

TLC : R f 0.55 (Mfctf-W : J — }V= 19:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.22 (d, J = 8.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, 1H), 3 .79 (s, 3H) 0 

4- (2 p n- 4 h^f^i^) -5->f;Wy*t^'-/l' 



10 #%fl3T*KtL7Mfr&* (6 4 4mg) , 4 - 3 - K~ 5 V 
W-^'(6 5 8mg) > *3j;U<&S£*5(H- f y £A ( 7 9 1 m g ) (D v 5 
^ hdri/zn^^ (2.5m 1 ) /zk (2.5m 1 ) MMWi^s T hy V V 7 
;Vifr*-7jys*7i?t7J>> (3 6mg) *M*-, 8 0 °CX° 1 6 Wm&W L1t B 

ATlt^, iiUfc c »jt^jJ*W7A^^h^77>f- (n- 
^f-y : #8*^^= 19 : H15 : l) T?fl|f3K U En^fcttfltSr^T 
i-S*jH^* (6 3 7mg) &&fc„ 
TLC:Rf 0.44 (n-^fy :S8if/V=3 : 1) ; 
20 NMR(300MHz, CDC1 3 ) : 6 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) C 




5 
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#%0H4-CM3tLfcflflMfe (6 2 3mg) i (7)^;^ (2.8ml) 
5 1.5M-t- h y h^rv- * 7 —JVfflfr (2.8m 1 ) ^P;^ Ml? 41$ 

/V (10ml ; 1/1) X'fcftLtL, 7.KJf(C4Ni» (lml) ^AP^T, 

10 WTO#)tt^^#i-S^M^#) (4 9 7mg) £#fc c 

TLC : Rl 0.13 (n-^^> : fr= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) Q 

15 ##$16 

5-T^/-3-^^-4- (2-^^-4-^ hdrv-7^-/^) fc e ? 

HN — N 




OCH 3 



##M2-eM3ttfc{^fe (8.63 g) <7> h/l/aiV (2 0 0ml) Jg&l^ ^ 
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g$ (8.0m ] ) 38«fctf fc K7'^> ' lTkfPtl (4.5m 1 ) fcJP&l/fco Kf&jft£tt 
£5.5 ^b^S.T—B«#tfCc ^i^HU »6 
NiMMZMlts mk^J-^/n (3 Oml /30ml) TitHL 

(8.38 g) Srfcfc e 
T L C : R f 0.30 (^ a D frjUM. ; ^ $ J — yU= 9:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J = 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H) C 

10 . 

mmmi 

8-t 3- (2-^^^-4-7^ h^ri/7^—/^) 

-6, 7-i?kKn-5H-^n^ [d] t°7 x /* [1, 5 - a] t? 



#%$j6Ti^£L7Ut^9 (5 0 0mg) ©ftBft (3ml) i/^ 
u^V* / 2 -*7^>-^f-/^^^^ (0.40m 1 ) SrJP^t, 3NfP9® 

g^bfco £JS«8ft«raaafcfc*PSK v^/wn-7ViVn — do 
ml ; 2 : 1) SrJPx.7t 0 «fW L^ffs^^ U v^/I^-T^/n - 
20 ^*yy (1 Oml ; 2 : 1) Tf^U ^itT^ OW&m.tt't Z 
WMMfo (4 8 Omg) «r#fc. 



15 
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TLC : R f 0.47 (^dd*^ : ;—jv=<B : l) ; 
N MR (300MHz, DMSO-d 6 ) : 5 11.90 (br s, 1H), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 ,(dd, 3 = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) 0 

i 

8-^Pn-2-^/k-3- (2 -^5vl^-4-^ h^S^a^/lO -6, 
7-^tKD-5'H-^P^ [d] M°yVu [1, 5- a J f JJ * i/ 



CI 




*Jt«lTf»3tLfcft'&* (400mg) Of/kxy (4ml) 
^-=3r->^b!J > (0.60m 1 ) $5 £Xfi>^sVT =■ JJ ^ (0.25m 1 ) 1 

15 ^T-ttffi Lfc„ «Jf ^f&^^KT^U b V H« 

n-^^f-v=l : 3-»l : 2) TlfMLT, 

(4 1 lmg) <H#7c 0 
T L C : R f 0.52 (n -^#fy ; Sftsf-^-- 1:1) ; 
20 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),2.40 (s, 3H) , 2.23 (m, 2H), 
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2.15(8, 3H) 0 



■mm 2 



8- (3 -^y^/U7 5 J) 3-, (2-^^-4 h ^ 

5 i/7xi/V) -6, 7-^kKP-5H-^P^ [d] t°7^D [l, 



#%^i|7-r^5tL^^fe (1 5 OmgK *5itT 3 -^^WT $ V (0.6 
ml) ©l^HOtfl^FWlt v-y^ 

10 tfjvvi-fiyk*? n-^ \-?77 4— (H^^^^ : n-^^f">'=l : 3) T 
»LT, J^T^fet4{lt^Wi-5fIM{^^ (16 9mg) £#fc 0 
T L C : R f 0.57 ( n -^=¥f-^ : Ilf^fvl^ 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 (d, 3 = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J= 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J = 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02(m,6H) o 

Hfeffi] 2 ( 1 ) - 2 (3 6 5) 

1, 2-i?*7-;U-4-t V*i/'<vm/(DiXk> 1 0\^ n^-fZfc&m* 



5- a] try 




OCH 3 
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IM2 (1) 

10 8- (N-^/b-N-n -V^JVT ^ /) -2-/ (2 

h^r^7x^) -6, 7-^tFo-5H-^n^ 
* [d] fyy'n [1, 5- a] fc'^v 5 ^ 




OCH 3 



T L C : R f 0.43 (n — ^^rf"^ : @^@^f-;U-= 2 : 1) ; 
15 NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J - 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.8] (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz, 3 H) c 

20 

60 
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||i2 (2) 

8- (N-^ot>-N- T^J) -2->fvl/ 

-3- (2-/f-^-4 f^r^7x-;l/) -6, 7 — 1 F o — 5 H — 
S^n-^* [d] t [ 7y'D [1, 5-a] f^v^ 




OCH 3 



TLC : R f 0.80 (n-^t^ : ft^f/>= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d ; J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz,. 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.3 1 (s, 3 H), 2.17 (s, 
10 3H),2.15(m,2H), 1.58(m,2H),0.95(t,J = 7.2Hz,3H) o 

mmm2 (3) 

8- (3— < y S?-/\sT^y) - 2-^^JV- 3 - (2 -^^-4-^ h^r 

i/7i^V) -5, [3, 4-d] t°7^P [l, 5 
15 -a] t°y SS^ 
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OCH3 



T L C : R f 0.51 (n— ^rf->- : @^@$^^= 2 : 1) ; 
NMR(300MHz J CDCI3) : 8 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H) ; 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H) C 

MMM2 (4) 




9- -6-^fvU-5- (2-^/1—4-^b^ 

10 -yy^z^jv) -2, [3, 2-d] [1, 5 

-a] t°y 5^ 





OCH3 



T L C : R f 0.40 ( n -^-fry : |^^^= 2:1) 
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NMR(300MHz, CDCI3) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz,. 1H), 6.79 
(dd, J = 8^5, ^OHz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 



5 mWM2 (5) 1 

i 

—5, Kn-7D [3, 4-d] \£y^fxx [l, 5- 



10 TLC : Rf 0.33 (n-^t^ : i^xf ;P=2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s 3 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mWM2 (6) 

9- (3-^yf^7 5/ ) -6-^^-5- (2-^^-4-^ 
i/?!-/!') -2, 3-v ! kKo-7P [3, 2-d] k^y'n [1, 5- 

a] t-y^v 5 ^ 



3.20 (m. 4H), 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) 0 




OCH 3 
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T L C : R f 0.43 (n : H&Bfci^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.S3 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2.19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (m, 
6H) C 

mmw2 (7) 

9- (3 — -2-^^-3- (2-^^-4-^ 
10 V^^-yl^) -5, 6, 7, 8-f F7tKn-l^7yn [3, 2-b]^ 




OCH 3 



T L C : R f 0.45 (n -^i^ : H^cfvu= 2:1) 
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10 



NMR (300MHz, CD.CI3) : 6 13.04 (br s, 1H), 7.91 (br s; 1H), 7.15 (d, J = 8.5Hz ; 
1H), 6.96 (d# = 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (ni, 2H),2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1.64(m, 8H), 0.91 (t, 
J = 7.5Hz, 6H) 0 

i 

1 

mm\2 (8) 



6-^^-5- (2-^^u-4-^ h'fri/'^rcsA') -9 - [ (2S, 
4R) -4 h=*r>- 2-* fdp-^^/Hfn 5 1 -4)V\ -2, 

Kn-7n' [3, 2-d] t°7/n [1, 5- a] t^v^ 
H 3 CO^ 

N 



IM 

HCI 



N 




CH 3 
CH 3 



OCH 3 



TLC:Rf 0.24 (n-^fy:S»xf^=l : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95(m,2H) 0 
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9- 5: /) - 6 -**5-jV- 5 - (2-^^-4-^ h=¥ 

-2, Kn-t°P p [3, 2-d] f^/P [1, 5 

-a] try 




5 T L C : R f 0.37 (n — : &&^*f-jv= 1 : 1 ) ; 

NMR(300MHz : CDCl 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01(m,6H)o 

10 

mmm 2 (10) 

2-^/1—3- (2-^^-4-7* f^ry7x^) -8- [ (2S, 
4R) -4 h=¥v-- 2 h=3fv^ ^vVfc°n U ify- 1 — f;U] -6, 
7-i/tKP-5H-V^P^ [d] fc^^P [1, 5- a] t°V^i> 
15 > • 



66 



WO 02/053565 



PCT/JP01/11581 



H3CQ, 

0^ ocH3 




T L C : R f 0.30 (n : M^A-^ 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 and 7.07 (d, J = 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d, J = 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) C 

10 gMLg (11) 

2-^^-3- (2 -t«^-4 -t }>*$'7x.~fr) -8- [ (2S, 
4R) h*i/-2-* h^W^/Hfo 3 \-4)V\ -5, 

7-i?tKo-7D [3, 4-d] t'r/'n [1, 5-a] If J7 5 ^ • Jtt 
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OCH 3 



T L C : R f 0.22 ,(n -^Vls : ^m^JV= 1:1) ; 
(300MHz, DMSO-d 6 ) 7.10 (brs, 1H), 6.89 (d, J = ' 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
5 (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, ]H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) C 

mmm 2 (12) 

10 6-^^-5- (2-^^-/1—4-^ x.~)V) -9 - [ (2 S, 

4R) -4-/ h*i/-2-J- Y$ri/tJ-jV¥vyi/^-l-s(jV] -2, 

[3, 2-d] t°7 N /n [1, 5-a] 



H 3 CQ, 




OCH 3 
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TLC : R f ' 0.43 p o : * $ J — >V- 2 0:1) ; 

NMR(30bMHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J =2.7Hz, 1H), 6.79 



(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2.18 (s, 3H), 2.01 (m, 1H) 0 

i 

i 

i 

mmmz n 3) 



-5, 7-i?kKP-7 0 [3, 4-d] tfy^P [l, 5-a] 

10 fc°y 



TLC : Rf 0.34 (n -^f-> : M^^= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) C 

mmm 2 in) 

8- [ (2S) -1, 2-^/K) T$y-2-^ 

7U-3- (2-^f/V-4-^ f^7x-;V) -5, 7-vtFp-7D 
20 [3, 4-d] t°7/P [1, 5-a] 

69 




OCH3 
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r 



och 3 
0CH3 




T L C : R f 0.26 (n-^-f^ : Rflkxfvl^ 2 : l) ; 
NMR (300MHz, CDCI3) : 8 7.15 (d, J = 8.1Hz, 1H) ; 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H), 6.57 (brd, J = 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, 
5 J = 9.9Hz, 1H), 4.90 (s, 2H) ; 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 



(brs, 3H)o 

mmm 2(15) 

10 8- [ (2S) -1, 1 -v^ Y*isy*?>-2-'( ;V] 7% 

JV-Z- (2 -^^-4 h^-isy^-;^) -6, 7-i?t Kd- 5 H 
-i/?u-<>? [d] fy/n [1, 5-a] k e U5^> 



(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
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TLC:Rf 0.30 (n-^t^:SS^=2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 
(dd, J = 8.1, 3.0Hz, 1H), 6.47 (brd, J = 11,8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H), 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 
5 2.18 (s, 3H), 2.13 (m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) C 

mm 2d6) 

8- (1, 3 -v^ h*i/-7v/*y- 2 7^;-2-^f/V-3- 
(2-^^-4-^ h*isys-~M -5, 7-v?tKn-7n [3, 4 
10 -d] [1, 5- a] fll^^V 

^OCH 3 



TLC : Rf 0.42 ( n — ^-fy : SSft^^= 1 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) C 

mmM2 (1 7) 

(2-* h*i/^M 7^-2-7*^-3- (2-^^- 
4-^ h d rv'7^-;v) -5, 7-^kKn-7c [3, 4-d] t'7 v /n 




OCHg 
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ch 3 



och 3 

T L C : R f 0.24 (n-^f-y : I^^/i^ 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, 3 = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz : 4H), 3.82 (s ; 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H)„ 

mm®]2 (is) 

8- (1, b^^^/<y-2-4/^) 7^-2-^^-3- 

10 (2-^^/1^-4-^ Y*^7^~Ji<) -6, 7-^tKo-5H-^P 
[d] \fy^Ju [1, 5- a] t°!15^^ 




OCH3 



TLC:Rf 0.53 ( n — : ^^;V= 1 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J - 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H)> 3.50 (d; 
J = 5.4Hz, 4H), 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H) C 

5 mfaM 2 (19) 

7$7-2-^f/W3- (2-^/1— 
4 -6, 7-i?tFn-5H-^a^ [d] \f 
yv*u [l, 5 - a] t°y ^-y> 



10 TLC : R f 0.41 (n-^t> : SStxf^l : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.S2 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) 0 

15 

H»!l2 (2 0) 

(5RS) -8- (3-^W$;) -2, 5-v^9vV-3- (2- 

-5, 7-^kKn-7D [3, 4-d] 
\£vi/u [i, 5 -a] tlr^-Mt 




och 3 
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OCH3 



TLC:Rf 0.44 ,(n -^*^> : gtSt^fV^ 2 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 6 8.71 (br s, 1H), 7.15 (d J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6:85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J = 10.0, 2.0Hz, 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) C 

mm 2 ( 21) 

8- (3-^yf/U7^/) - 2 - TvU- 3 - (2, 4-^dp7i- 
10 )V) -6, 7-^tKD-5H-^n^ [d] t°7y*n [ 1 , 5 -a] 




TLC:Rf 0.50 (n-^f y : : 1) ; 

74 
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I 

i 

NMR(300MHz, CDC1 3 ) : 5 7.50 (d, J = 2.0Hz, 1H), 7.3.5 (d, J = 8.5Hz, 1H), 7.29 
(dd, J = 8.5, 'i0Hz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t,' J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H) 0 

i 1 

i 

mfctin (2 2) 

8- (3-^>W^y) - 2 -^J-JV- 3 - (2-^^-/1^-4-^ }>=¥ 
i/y^^;V) -5, ,7-^tFa-fnD [3, 4-d] \??V'v [1, 5 

-a] t°y %w ' 




och 3 



T L C : R f 0.48 P o : ^ ^ / — 10:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) D 

15 

H»J2 (2 3) 

8-^^/VT5:y-2-^^-3- (2-^^-4-^ Y^rW ^ 
)V) -6, 7-v?tKB-5H-^n^ [d] t°7^n [l, 5- a] 
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TLC : R f 0.67 (n-^^ri^^ : @^^^^= 1:1) ; 
NMR(300MHz. CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) C 

mm\2 (24) 

8- (N-^/U-N-n-y^T^ J) -2-^^-3- (2, 4- 
10 ^dd7j^) -6, 7-i?tKn-5H-^0^ [d] 
d [1 , 5 - a] t°U 5 



TLC : R f 0.78 (n-^fy : SRxf ^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 




OCH 3 
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2.91 (t, J = 7.7Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m 5 2H), 1.55 (m, 2H), 1.32 
(m, 2H), 1.17 (t, J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) 0 

gjj 2(25) 

5 8 -^n/n J- 2-^^-3- ( 2 - p< fVW- 4 - 

y *yy^~M -6, 7 -v?t Kd- 5H-^ \2^^ [d] k"7y' 

n [1 , 5- a] k^v^y. 




OCH 3 



TLC : R f 0.40 (n-^f^ : B8if^= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = S.lHz, 1H) 5 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = S.lHz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) C 

15 UWft 2 (26) 

-3- (2-*7-A'-4-} Y^yy^~;v) -5, 7-^t Kp~7p [3, 
4-d] tf^n [1, 5 -a] fcTJJ $ ^ ■ 
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OCH 3 



TLC:,Rf, 0.26 ( n -^M^ : I»xfvv= l : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H),. 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 - 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m,2H), 1.00 (t, J = 7.5Hz, 3 H) c 

mmm 2.(27) 

10 V*^y^~M -6, 7-i?tKP-5H-^P^ [d] 

[l, 5 --a] k°y. 5 i» 




OCH3 

TLC:Rf 0.27 (n-^fy ; S^xf-^=2 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m,'lH); ! '3.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (ni, 2H), 1.80-1.53 (m, 4H), 1.08-0.94 (m, 6H) C 

5 mm®\2 (2 8)' 

8- (3— <lsJ-)VT%J) -2-^^-3- (1, 3 -v^^rlMV^ 
V- 5 -'A V) -6,7 -S?fc Ko-5H-^a^ [d] t°7/n [ 1 , 
5- a] t°y 5 




10 T L C : R f 0.61 ( n —^^y : fr= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J = 1.5, 8.1Hz : 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J= 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00 (t, J = 7.5Hz, 6H) 0 

15 

mmm 2(29) 

8- (3-^^^/VT^y) 3- (3, 4 -v 5 ^ h=3r^7oi 

-6, 7 Ko- 5H-^ d^;5? [d] t^/n [l, 5- 
a] t°y 
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OCH3 



TLC : R f 0.56 (n-^t^ : S|gxf-/V= l : 1) ; 
NMR (300MHz,. CDCI3) : 5 7.29 (d. J = 2.1Hz. 1H), 7.19 (dd. J = 2.1, 8.1Hz, 1H), 
6.96 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

» 

1112 (3 0) 

8 - v'^ n^n t>7? y - 2 - ^ f ;u- 3 - ( 2 4 Y$ri/ 

10 7 3L~?V) -5, 7-i?tKn-7P [3, 4-d] t°7 N /o [ 1 , ' 5 - a ] 



TLC : Rf 0.33 (n-^f> : iiif/l/=3 : 2) ; 
NMR(300MHz, CDCI3) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

80 
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i 

(dd, J = 8.1, 2.7Hz; 1H), 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 'i'3'0 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) C 

I, | . 

mim\2 (3D 

5 8- (3-^/V7^y) -2-^0^-3- (2-^^-4- 

i 

^ h*i/7=.—A') - 6 , 7-^tKo-5H'-^n^ [d] fc 0 7V' 
d [1, 5-a] t'Pv^ 




OCH 3 



T L C : R f 0;62 (-<>if > : @£^c^= 5:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) 0 

15 mm\ 2(32) 

8- (3-^yf;V7?;) -2-^fvV— 3- (2-^^-/1^-4-^ 
V7s=/V) -6, Ko-5H-^P^ [d] t°7/n [1, 

5 - a ] t° ]) * i?> 
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OCH 3 



TLC : Rf 0.59 Hy-g> : i^xf 5 : 1 ) ; 
NM R (300MHz, CDCI3) : 8 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, 3 = 7.2Hz, 3H), 1.04 (t, 3 =7.5Hz, 3H), 1.01 (t, 3 = 7.8Hz, 
3H) 0 

10 8- ( 3 -^y^vKT $ y ) fcVV- 3- (2-^^;V-4- 

^ ^y7xr^) -6, 7-^kFn-5H-^o^y^ [d] 
n [1, 5- a] t°y • 




OCH3 
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TLC:Rf 0.60 (n-^fy:B^^=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d ; J = 
2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3.49 (m, 2H), 
3.12 (t, 3 = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1 .06 (t, J = 7.5Hz, 3H) C 

mm\2 (3 4) 

8- * J) - 2-f3-;V- 3 - (2 -**f-]V- 4 — ^ 

10 h^v'7^^7^) -6, 7-^tKP-5H-^o^ [d] t'7 N /n 

[i, 5 -a] t°y ^v 5 ^ -mm 




TLC:RJ 0.55 (n-^t^ : : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7,5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1 .68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

mmm 2 (35) 
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8- - 2~*?-;V=?-jrtJ-;V- 3 - (2-^f-/U~ 

4-t \t*iip t *~M -6, 7-i?tKo-5H-^o^ [d] t° 
[1, ,5-a] 'll o y 5 • 




OCH 3 



5 T L C : R f 0.31 (n -^f-^ : @t^f"/V= 3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.31 (brd, J = 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2:4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz : 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05 (t, J = 7.5Hz, 3H)„ 

mmm 2 (36) 

8- (N-^fyl'-N— >^D7 P ot>7^) -2-^^-3- (2- 
^^-4-7< b^rvT^^/^) -5, 7-^tKo-7P [3, 4-d] 
15 [1, 5- a] 
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?LC:Rf 0.16 ,(n -^^> : g^n^/V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m.. 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) D 

mmm 2(3 7,1 



8- /) - 2 - J f-As— 3 - (2, 4-^f;V7x- 

;U) -6, 7-^tFn-5H-^o^'[d] t c 7/o [l, 5 -a] 

10 trj/ss?^ 



T L C : R f 0.50 V : gM^^= 10:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 
6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H), 2.31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
(m, 6H) C 

mm 2 (38) 

5 8- / ) 3 - (2, 

/V) -6, T-v'tKn-SH-^o^ [d] t'r/o [1, 5-a] 

- -mm 




T L C : R f 0.54 (n -^^fy : i^xf ;k= 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

15 111 2 (39) 

o/W^ y - 2 -t^J-fr- 3- (2-^^-4-^ h^7 
i~/U) -6, 7-^kKn-5H-^P^ [d] t°7^P [l, 5 

-a] t°y v>> 
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och 3 



TLC : Rf 0.36 (n-^fy : S§xf ^=3 : l) ; 
NMR (300MHz, CDCJ 3 ) : 8 7.14 (d, J = 8.7Hz, 1H), 6.85 (d, ) = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J - 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s,3H), 1.90-1.70 (m,2H) c 

mmm2 u o 

8- (N-xf;i/-N-i/^t3^f;l/7^) -2-^^-3- (2-^ 
10 ^-4-^ l^v^^-^) -6, Ko-5H-^n^[d] 
fc'^/n [l, 5 -a] t° D 5 v> ^ • J£ 



T L C : R f 0.38 (n -^-fls : @m^?W= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J - 2.7Hz, 1H), 6.82 
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(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m; 1H), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98.(^4= 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.16 (t, J = 7.2Hz, 3H) 0 



5 (4 1), 

t • 

8-'(^p/^>-i, 3-^-^-2-^^) 7^7-2-^^-3- 
(2-^^-71^-4 -7 y$ri/7 ^~;V) -6', 7-i?t Ko-5H-^o 

[dlt'r/D [i, 5 -a] try*^ 



10 T L C : R f 0.44 (^ p p : 7 # J —;V= 9:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.17 (d, J= 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H), 2.11 (m, 2H) 0 

15 

•2mm 2 (4 2) 



8- (3-^W5y) -2- (2-7PA/) -3- (2~7fvP-4 

Ki/7i-^) -6, 7-^tKP-5H-^D^ [d] 
y*P [1, 5 -a] h°y 




OH 



OCH 3 
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OCH 3 



TLC : R f 0.33 (n—^*-f> : ffcg^^7V=4 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz ; 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (ra, 2H), 2.10 
(s, 3H), 1.70 (m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) C 

mmm2 u 3) 



8- (3 — O-^vKT^ -2-^^^;V- 3- 
10 ^^7i^) -6, 7 — Kn-5H-^o^ [d] fy^Cl, 
5 -a] t°y ^ i^V • 




T L C : R f 0.41 (n : %m^;V= 4:1) 
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NMR(300MHz ? CDC1 3 ) : 6 7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88-6.82 (m, 
2H), 4.04 K.1H), 3.85 (s, 3H), 3.55 (t, J = 78Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05 (s, 3H), 1.97-1.55 (m ; 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 
3H) C 

5 - 
2 (44) 

-4-^K^7i^) -6, 7-i/kFo-5H-^D^y? [d] 
b°7 N /o [1,' 5 -a] 




TLC : R f 0.30 (Ift^fVy : j—jv= 19:1) ; 
NMR(300MHz ; CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) C 

mtm\2 (4 5) 

8- (N-^/l'-N- (2-^^^/1-7^/^^) T^y) 
7V-3- (2-/^/1—4-^ b * i/7*.~/U) -6, 7-i^tKn-5H 
20 -*y?xi^y$ [ d ] \fyy*u [l, 5 -a] fj] v^' 2i«±£ 
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T L C : R f 0.46 fMfc* J- \s> : / 9 J —)V= 9:1) ; 
NMR(300MHz; pyridine-d 5 0.5ml + CDClj 0.1ml) : 6 7.42 (d, J = 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
J = 7.5Hz,;2H), 3/75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J - 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1.90 (m, 2H) C 

%%m\i (4 6) 



8- (N-.xfvl'-N- (2-^W$yxf;U) 7 % J) - 2 - / f- 
10 JV- 3 - (2^*5-fls-4 — * Y*i/7 3l=^;V) -6, 7-^tKo-5H 
-i/#z"<yfi [d] h'yy'u [l, 5-a] t°V 




OCH 3 



TLC : Rf 0.46 (Sl^f W : ^^;^= 9 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
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(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, 2H), 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t, J = 7.2Hz, 2H), 2.3l'(s, 3H), 
2.25 (s, 6H), 2.17 (s, 3H), 2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) Q 

5 mffiM2 (4 7) 

8- -2-^^/U-3- (2-^^-4-^ b^r 

v-7x^) -6, 7-^tKn-5H-y^o^y^ [d] fc°yy*n [l, 

5- a] t°y -msm 



10 TLC:Rf 0.50 (n-^fy : Sixf;V=3 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H) 0 

mmm 2 (48) 

8- -2-^^-3- (2-*?7l'-4-* b*is 

-6, 7-^kFn-5H-^D^ [d] t°y^D [l, 




OCH3 
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5 - a] try 5 v> - 



HN 




• HCl 



OCH 3 



T L C : R f 0.40 (n -^^-fy : ftB&acfVl^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.36 (brd, J = 9.9Hz, 1H), 7.12 and 7.11 (d, J = 8.4Hz, : 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 ,(d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.2Hz, two comformers, 3H) 0 

10 Wfaffl 2 (49) 

8- (N-/o fcVU-N-v'^ P7*o \fjV^f-jVT 5 7 ) -2-^^-3 
- (2 -tf-fls— 4 — ^ F^i/7i^) -6, 7-e?kKn-5H-^ 
[d] k'^n [1, 5- a] fcT!J 




OCH3 
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T L C : R f 0.42 (n : @M^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, 1H), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H), 1.73(m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 
5 (br s, 2H) 0 ' 

i • 

t 

I 

mmm 2 (50) 

s- (3-^yw5y) -3- (2 -/f-zis- 4-* b^-is?*--*) 

-6, 7-^kFc-5H-^n^ [d] f^/n [l, 5- a] t c 
10 U5^'4ftKtt[ 




OCH 3 



T L C : R f 0.46 (n -^^f-fy : ^if /V= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) 0 

mmm 2(51) 

8- [ (2R) - 1 b*^y?>-2-j^'] T^y-2-^^-3 
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p ['&] t°7 C i , 5 - a ] t° y 5: v'y ■ 




• BCI 



OCH 3 



TLC : R.f 0.21 (n— ^^ri^> : H=®f3ifvu= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H) : 



3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J= 7.5Hz, two comformers, 3H) 0 

10 

mmm 2 (52) 



8- [ (2S) h*i/-7fiy- 2-4 jv\ T% J -Z-t^/v- 3 

- (2 Y*l/y^-jV) -6, 7-i^t Kn-5H-^' 
n-<^ [d] t°7^n [1, 5-a] M° V - W^M. 
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T L C : R f 0.21 (n -^^V : g^m^U= 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H), 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1 .08 (t, J = 7.5Hz, two comformers, 3H) 0 

mmm2 (53) 

7zl~jV) -6, 7-^kFP-5H-^n^ [d] t°?y** [l, 
5- a] t°y 5 i?> 
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96 



WO 02/053565 



PCT/JP01/11581 



TLC : R f. 0.30 (n-^-fy : g^zcfvi^ 3 : 1) 



NMR(300Ivfflz, CDC1 3 ) : 6 7.15 (d, J = 8.7Hz, 1H). 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz,. 1H), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3. 1 5 (t, 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m : ,6H)o' 



8- (3-^yf^7$y) -2-^^-3- (2, 4-^/7;^D7i 
-y^) -6, Ka-5H-^a^y^ ,[d] Vy^/xi [l, 5 - 

10 a] t°U * S?^. 



TLC : R f 0.57 (n-^^rf-y : g^K^f-/U=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J=7.2Hz, 6H) D 

iii 2 (55) 

8- (3-^^/UT^y) -2- MJ 3- (2-7*^ 

-4-^ -6, 7-i?t Ko-5H->^n^ [d] 

20 k'^yn [1, 5-a] t° V ^ i? > - 

97 
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T L C : R f 0.42 (n : ffls|fcac?vV= 3 : l) ; 

NMR(300MHz ; CDC1 3 ) : 5 7.33 (br d, J = ]0.2Hz, 1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 3.56 (m, 2H) ; 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 

HMffi] 2 (56) 

8- (N-^^FvV-N- 7^;) 3 

10 - (2 Y^-^yaL^;V) -6, 7-^tKn-5H-^ 

[d] \fyy"xi [i, 5 -a] tfy ^ • Mil 



TLC : R f 0.20 (n-^ : @£@^5vi/= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH 3 
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(dd, J - 8.4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, 3 = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.1Hz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2.18 (s, 3H), 1.38 (t, J = 7.2Hz, 3H)„ 



5 gMl 2 (57) 

7j=;v) -6, T-^tKn-SH-^D^y^ [d] t°7^P [1, 
5 -a] t°y 5 i/> 



10 T L C : R f 0.30 (n-^$-?> : ffi®L=^*}-)V= 3 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8. 1,2.7Hz, 1H) : 6.34 (brd, J = 9.6Hz, 1H),3.81 (s, 3H), 3.80 (m, 1H), 3.10 (t, 
J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) C 

15 

mmm 2 (58) 



8- (N-T'n tVU-N- (3-^y^) T^y) -2-^^-3- (2 
b^v-^i^) -6, Ko-5H-^n^y 
^ [d] t'7/0 [1, 5- a] t e Hv?y-J|iI 
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. .in 

1 
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T L C : R f 0.43 (n — : g^^fvl^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d : J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H) : 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H); 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1 .42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) 0 

Hjfe#J2 (5 9) 

8- (3 -^yf-^r^ y) -2-^^-3- (4 V^risy^^/V) 
10 -6, 7-^tKo-5H-^o^^ Cd] [1, 5 -a] t c 

y 5 i?^ 




TLC:Rf 0.57 (n-^^rf-y : |^^f-/V= 2 : 1) ; 
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15 



NM R (300MHz, CDC] 3 ) : 8 . 7.60 (d, J = 9.0Hz ; 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 
(br d, J - 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H),'2.'53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) C 



8- (3-^^5vKT^ /) - 2-4 y/D kVW- 3- (4-^h=^v-73i 
— 6, Kp- 5H-^P^ [d] t c 7y'D [1, 5- 

a] t°y . 




OCH 3 



10 T L C : R f 0.54 (n -^^rfy : S^Sxf ;k= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, 3 = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) 0 



gMj 2(61) 

8- t-^W^y-2-yf^-3- (2-^^/V-4-p< 

-6, 7-v^tKn-5H-^n^ [d] [1, 5- 

a] t°U 5 v 5 ^ 
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HN 



k 




och 3 



T L C : R f 0.35 (n-^-U-y : ftK^/V=3 : 1) ; 
NMR(300MHz, CDCI3) : 6 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz : 1H), 6.78 (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J = 7.5Hz, 2H), 2.30 (s, 3H), 2.18 (s, 3H), 2.11 (m, 2H), 1.57 (s, 9H) C 

2 (62) 



8- (3— <^^-^T^7) -3- (2, 4, 6- r- JJ ^^7*=/H - 
6, 7-^tKn-5H-^P^ [d] t°7 % /n [1, 5-a] t°D 
10 5 i?> • 



T L C : R f 0.58 (n -^*t y : S»xf /l/= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2.13 (s, 6H), 1.67-1.96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) 0 
Hi 2 (63) 

8- (l-i/fu^f-sU^fr) T ^ J — 2 — / =f)V- 3 - 
5 4-^ h^7i^) -6, 7-^tKo-5H-^o^^ [d] t c 

7/p [ i , 5 - a ] t° y 5: • mm 



T L C : R f 0.28 ( n -^f"^ : ^rcf-/l^= 3:1) ; 
NMR (300MHz, pyridine-^ 0.5ml + CDC1 3 0.1ml) : 6 7.46 (d, 3 = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) 0 

15 mmm 2 (64) 

8- (3-^yW5;) -2-^^-/1^-3- (2, 3-v^fvl/-4- 
h^i^a^/V) -6, 7-^tKo-5H-^n^^ [d] fc°7 N / 
n [1, 5 -a] t o y 5 
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HN ^ 




10 



T L C : R f 0.37 ; (^^if V : mk^^= 10:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
8.1Hz, 2H); 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m, 4H), 
1.03 (t, J = 7.5Hz, 3H), 1.01 (t, J= 6.9Hz, 3H) C 

1 1 1' 

H»j2 (6.5) 

8- {Z-^I/J-JVT ^ /) -2-^5vU-3- (2, 4- 
7< b^v^^^^yk) -6, 7-^bFP-5H-V^o^ [d] M'yV 
n [1, 5- a] 




OCH3 



TLC :Rf 0.43 (^yHy : I^jxfvl^ 10:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 6.99 (s, 1H) : 6.76 (s, 1H), 6.20 (d, J = 10.5Hz, 1H), 
3.84 (s, 3H), 3.82 (m, 1H), 3.08 (t, 3 = 6.9Hz, 2H) S 2.89 (t, J = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H) C 

5 mm (ee) 

8- [N- (2, 2, 2 - V y yjv^-u^^-jv) -N-V^ n^n tVb^f 
/K] 75y-2-^f^-3- (2-^^-4 Y**y7x.~)V) -6, 
7-^tFo-5H-^n^ [d] [1, 5 -a] t'U^v 5 



T L C : R f 0.62 (n — ^f"^ : @^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, 3 = 6.9Hz, 2H), 2.94 (t, 3 = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2. 1 8 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 

mm 2(67) 



8- (2, 2, 2-Hl7/Utnif-;V) 757-2-^^-3- (2- 
^f;V-4-^h^>7i^) -6, 7-i/t Kn-5H-^n^y^ 
20 [d] t°7/n [1, 5- a] f^v^ 




10 



OCH 3 
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TLC : R f 0.22 ,(n-^^rf"> : jfi&x.?-/U= 3 : l) 



NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 ,(dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H),2.17(s,3H) 0 

mmm 2 (6 8,) 

8- [ (2R) -1-^ >- 2 7^7-2-^^-3 

10 - (2 -7^-4-7 Y*^y^~;V) -5, 7-v?t Kd-7d [3, 

4-d] [1, 5 -a] t°v -mmm. 



TLC : R f 0.25 (n -^-fy : @|g£;rfvU= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 



HN 



A^OCH 3 




OCH3 
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I 

7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd; J = 8.1, 2.7Hz, 1H), 5.45 
(d, J = 9.9HZ/1H), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H),.?]41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t,iJ = 7.5Hz, 
3H) 0 

j i 

i • 

mm 2 (69) 

8- [ 02 R) — 1 — ^ Y*^y°$>- 2-4 JV\ T^y-2-/3~/U-3 
- (2-/f-/U-4-/ h**>7*-^) -2, 3^tKo-7P [3, 
2-d] t°yy*u [1, 5- a] \f V $ - 




]0 OCH 3 

T L C : R f 0.29 (n -^#fy : SHxf ;V= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : h 7.40 (d, J = 8.4Hz, 1H) 5 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J « 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) D 

mmm2 (70) 

8- (3-^y^-/\sT* ;) -3- (2, 6-i?*?-Jl'-4-*h*i'7=. 
-AO -6, 7-^tFn-5H-^n^ [d] t D ^^n [l, 5- 
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jC 



• HCl 



T L C : R f 0.33 (n : m^^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 1 
2H), 2. 1 4 (s, 6H), 1 .66- 1 . 96 (m, 4H), 1 .08 (t, J = 7 .2Hz, 6H) C 

mmm 2(71) 

8- (3-^>W^) -3- (4, 6-^^-2-^ f#V7s 
10 -6, 7-^fcKo-5H-^D^ [d] [1, 5- 

a] t°y ■ »^ 




T L C : R f 0.33 (n — ^^i^^ : ftRa:^/U= 3:1) 
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NMR (300MHz, CDC1 3 ) : 6 7.99 (s, 1H), 7.37 (br d, J = 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, 1H) : 4.01 (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s, 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (t, J = 7.2Hz, 
6H) 0 

mtMM 2(72) 

8- -2-^^-/1^-3- (2, 6 -v^ 5^-4- 

* h*is'7x.—A') -6, 7-^tKn-5H->^n^ [d] k 8 ^/ 
P [1, 5- a] ¥}) *i?y 



TLC : R f 0.33 (^^irV : ftK^^vl^ 1 0:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.68 (s s 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

H»J 2(73) 



8- (S-^y^^T^J) -2-/^/^-3- (4, 

^ h*ri/7 -6, 7-i/tFo-5H-^o^ [d] b°7^ 

p [i, 5 -a] try 




OCH 3 
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<x 

N 





OCH 3 



TLC : R f 0.33 (-<>if^ : fflgfc^ji,= 10:1) 



NMR(300MHz, CDC1 3 ) : 5 6.75 (m, 1H), 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 



3.80 (m, 1H), 3,71 (s, 3H), 3.06 (m, 2H), 2.87.(m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) 0 

mmm 2 (74) 

8- 3-^) 7^/-2-^/V-3- (2-p< 

10 Y*^y ^=-)V) - 6 , 7-i>t Kn-5H-^n^[d] 

k°7 y*n [ l , 5 - a ] t° JJ 5 ■ jftifejft 




OCH 3 



TLC : R f 0.36 (n-^Mfy : |^^^= 3 : l) 
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i 

NMR (300MHz,. CDCI3) : 6 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1'H),'1S.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m ; 4 
H), 1.55 (s, 3 H), 1 .03 (t, J = 7.5Hz, 6 H) D 

mmm 2 (75) 

1 

8- - 3 - (5-^pp-I, 3-v 5 

^iM^V-e-^) -6, 7-^tFo-5H-^n^ [d] 
k"7y'P [1, -5- a] t'^^i?y 




T L C : R f 0.44 (^<^if ^ : g^oifvU= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 5 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J - 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)„ 

mmm 2 (76) 

8- (N-^/l'-N-^^v^T 5; J ) 3- {2-*^-)V 

-4-^ K^7x^) -6, 7-v?kKn-5H-^o^ [d] 
t°7V'n [l, 5- a] t'U 5 • £g£& 
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OCH 3 

TLC : R f 0.43 (n -^$-f> : ffl&aL?-;i,= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.26-7.43 (m, 5H), 7.13 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2.19 (s, 3H), 1.39 (t, J = 6.9Hz, 3H) 0 

mi&M2 (7 7) 

8- (3-^yf;k7 57) - 2 - * fvu- 3 - (2 u v ~ 4- h }) 7 
10 /l^j"P^ h^Uys.=-M -6, Fp-5H-^p^ [d] 

fc^yn [ 1 , 5 - a ] t° ]) * i?> • m.m& 
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TLC:Rf 6.52 (n -^^y : 3:1) 



NMR(300MtHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.71 (d, J = 8.4Hz, 1H), 

1 t 



7.57 (m, 1H), 7.28 .(m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t; J = 7.5Hz, 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), ,1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, 6H) 0 

l 

H»]2' (7 8) 



yy^=-;V) -6, 7-i>kKP-5H-^P^y^ [d] t°yy*n [i, 



T L C : R f 0.20 (n-^-fy : ^gfjx^yi^ 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 5 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz,lH), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) D 

mm\2 (79) 

8- (N-- o-v^-n- (2-t< v^r-y^M r^y) 



10 5 -a] t°D SW'HOS&L 




OCH 3 
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3- (2-^f/l'-4-^Kv'7ii;V) -6, 7 -^fc Kn- 5 H-f 

i 

^a-<^ [d] [1, 5 -a] t°y 



C5 * 




HCI 




OCH, 



T L C : R f 0.24 ^rf"> : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13,(d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd ; J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 , 



io mmm 2 (so) 

8- (1, 2, 5, 6-7f7tKnt B !)^) -2-^^-3- (2- 
[d] [1, 5-a] t°y$v?> 



114 



WO 02/1)53565 



PCT/JP01/JI58] 




OCH 3 

T L C : R f 0.30 : fr= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
( dd, J = 2.7, 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H) 3 2. 1 6 (s, 3H), 2. 1 1 (m, 2H) C 

mmm 2(81) 

8- (3-^yW$y) -2-^^-3- (2-^h^rv— 4, 5- 
10 JJ^Ws^) -6, 7-^tKn-5H-^a^ [d] fc 0 ?/ 
P [1, 5 -a] h°V V^-I^l 




T L C : R f 0.29 (^^rf-^ : ft»3i^l/= 3:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.29 (brd, J = 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, ,1 H) iVi 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s : 
3 H), 2.31 (s, 3 H),'2.28(m, 2 H) ; 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = 



8- (1, 2, 3, 4-f h7tKofy^yy-2-f;>) 

(2-^^-4-^ -6, 7-v ? tKP-5H 



T L C : R f 0.24 : f^gg:x.^vV= 3:1) ; 

NMR(300MHz, CDC1 3 ): 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz,2H),2.33(s,3H),2.17(s,3H),2.08(m,2H) o 

mmm 2 (83) 

8~y ^ ~;VT ^ J -2-/ =}-)V- 3 - (2-^^-4-^ h^ci/?^ — 



7.5Hz, 6 H) 0 





OCH3 
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jV) -6, 7-^tFB-'5H-^n^ [a] f7^o [1, 5- a] 




TLC : R.f 0.35 (^f-^ : H&:e.?vV= 3 : l) ; 
5 NMR(300MHz, CDC1 3 ): 6 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17 (m : 4H), 
6.87 (d, J = 2,4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz 3 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) D 



Hjjffj)2 (8 4) 

10 8- {2-*3-;V7^-;V) T^-2-^f^-3- (2-^fvU-4- 
p< -6, 7-^tKD-5H-^D^y;? [d] 

n [i, 5- a] try $v?^ 

H 3 C, 




OCH a 
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T L C : R f 0.37 (^1^ : @^@^f-/V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.76 (br, 1H), 7.32 - 7.17 (m, 5H), 6.87 (d, J - 2.4Hz, 
1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s, 6H),. 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (m, 2H) 0 



HflSflU 2 (85) 

8- (3-/f-/V7au=.jU) 75/-2-^f;V-3- (2-^5vU-4- 
^ f^v/7x-^) -6, 7-v ! tKo-5H-^P^ [d] h'yV 
P [l, 5 -a] t°JJ 



T L C : R f 0.38 (^^r^> : ^§£^^1/= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H) 5 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) 0 

MMM 2 (86) 

8- (4-^f^7x^) T^/-2-^^JU-3- {2- tf-jV- 4- 
^ Y$ris7 -6, Fd-5H-^p^ [d] \fyV 

118 
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d [1, 5 -a] t°y 




OCH 3 



TLC :Rf 0.33 i^-fy : BM^^= 3:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, 3 = 2.1Hz, 
1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 1.5Hz, 2H), 2.40.(s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 1.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1.88 (m, 2H) C 

mmm 2(87) 

8- (N-7i^-N-7°n tVl'T^ 7) -2-^^-3- (2-7^ 
;l/-4-^ h^^y^-yv) -6, 7-^tKo-5H-^D^ [d] 

f 7)/p [i, 5 - a] t°y 




OCH 3 



T L C : R f 0.48 (^^-^^ : 3:1) 
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i 

NM R (300MHz, ,CDC1 3 ) : 5 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 
6.87 (m, 4H), 15.81 (dd, J — 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m, 2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J = 7.5Hz, 2H), 2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82- 1 .68 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 

H»iJ 2 (88) 

Y-^-yy ^- ; v) -6, 7 - i?fc Kn-5H-y^ n^y^ [d] 
tf7^n [l, 5- a] t°y ^ 




T L C : R f 0.63 (^^rlh^ : ^xf/P= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
1.98 (m, 2H), ] .67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) C 

H^ffiJ 2 (89) 

8- (n, N-^ry^T^y) -2-/^-3- (2-^^-4-y 
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i 



Y* 9 S7*—A') -6, 7-^kFn-5H-^D^ [d] b°7^o 

[i, 5 -a] ^v^^y-mm 




OCH 3 



TLC : Rf 0.46 {^^y : ffl&^?-/U= 2 : 1) ; 
5 NMR (300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 

1 

2H), 4.49 (d, J = 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7,2Hz, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2. 1 8 (s, 3H) 0 



10 mmm 2 00) 

8- (3-^>-?-jUT^ J) 3- ( -Vtf- 

^7 5/7x^) -6, 7-ykFn-5H-^P^ [d] h'yV 
n [l, 5-a] 




H3C ^CH3 
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T L C : R f 0.17 (*^MM": %t&^,Vr= 3, : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.1Hz. 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), '6.19 (d 5 J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m,2H), 1.80 - 1.56 (m, 4 H), 1.01 (brs, 6H) C , 

8- (i -y^^'/vyvi 5: j ) -2-7^^-3- (2-^5vw-4 

-^Hi/7i-^) -6, Ko-5H-^n^<y^ [d] t°? 

10 y'n [l, 5- a], b°y 5v>> 




TLC : R f 0.45 (^if^ : 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) 0 

2 02) 
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8- (N— '(2-7i-/Hf^) -N--7°p. t°>UT5 y) -2-^f"/V- 
3- (2'4^-4-^^7i^) -6, KP-5H-V- 




och 3 

T L C : R f 0.35 : g^g?oi^W= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) 0 

gMi 2 (93) 

8- (N- (3-7s=^7*n^) -N-7°n hVUT ^ 7 ) 

-3- (2-^f;V-4-n^7i^) -6, 7-v J tKn-5H- 

v-^P^>i? [d] [1, 5- a] bfy^v 5 ^ 
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T L C : R f 0.40 : @tl^f"^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H) : 3.83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 - 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

iii 2 (94) 

8- (N- (4-7*~;U7*^;U) -N -~fvi t°;UT 5 7 ) 
10 3- (2-f?-jV- 3L~;V) -6, 7-v?tKn-5H-V 

>?nx^ [ d ] t°7/n [1, 5- a] fc°JJ5v^ 



T L C : R f 0.48 (^^rf- V : %&8t^jV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 




OCH3 
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J = 8.1, 2.7Hz, 1H), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz, 2H), 3.57 - 3.49 (m, 2H), 2.90 (t; 
J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.15 - 2.05 (m, 2H), 1.66 - 1.49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) 0 

5 mifcm 2 (95) 

8- (1-7^-/^-2-7^) T \ J — 2— ^ =?>V- 3 - (2-^^ 
-4-^ f^^7x^) -6, 7-v?kKo-5H-^n^ [d] 
fc'yy'n [1, 5- a] t° !) v> 7 • 



10 T L C : R f 0.41 (— 3-^7 : %t^J-;V= 2 : 1 ) ; 

NMR(300MHz, DMSO-d 6 ) : 5 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m ; 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82-2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) C 

15 

MMM 2 (96) 

8- ( 1 - 7x=;W 3 -^7fvU) 7$y - 2—* J- A?- 3 - (2-^^ 
7^-4-^ Y*i/y^~jv) -6, 7--7t Kn-5H-^n^ [d] 




OCH 3 



125 



WO 02/053565 



PCT/JP01/11581 



t°7^n [1,','5-a] fc°]J SS^-SS&jfi 




at:"' 

N 




BC1 
CH 3 

CH 3 



T L C : R f 0.43 (-^1^ : g^^fv^ 2:1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J - 
5 3.0Hz, 1H), 6'85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) D 



Hi 2 (97) 

10 8- (N- (4 -^A-^cr^/V) -N-^D tVU-T^ y ) 

3- (2-^ b^^^/P) -6, 7-ytKn-5H-i/ 

[d] \fy^/u [l, 5- a] t'y^^y-^I^ 



126 



WO (12/(153565 



PCT/JP01/11581 




T L C : R f 0.43 : gftfeccfvl'" 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.27 (d, J =8.1 Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84.(dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.31 (s, 3H), 2.22 (s, 3H), 1.77 - 1.97 (m, 6H), 0.98 (t, 3 = 7.5Hz, 3H) C 

H«)2 (9 8)'' '" 

8- (N— (4-7< f^7i=;l/) ^f/V-N-Zn fcVl^T 5 /) - 2 

(2-^/1^-4-^ h^'>7x=^) -6, 7-^tKn-5 
10 YL-Wv^ls* [d] t"r/o [1, 5 -a] b'Uv^- W 




OCH 3 
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T L C : R f 0.45 (^f-y : Hiif;V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 - 7.21 (m, 5H), 6.90 (d, J= 2.7Hz, 1H), 6 : 83 (dd, 
J = 2.7, 8.7Hz, 1H), 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = , 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s : 
5 3H), 1.77 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) D 

MMM 2 (99) 

8- (N- ( 3-^;^i^) -N-/P fcVWTS / ) 
3- (2-^^VV-4-p< f=3r^7^^7V) -6, 7-i/t Ko-5H-^ 
10 ^n^* [d] t c 7^/D [1, 5 -a] W 




OCH 3 

T L C : R f 0.41 (^3riJ-> : JS^Wt^-f'^- 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J = 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
15 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) C 

M1MM2 (10 0) 

8- (N- (4-/ h3ci/7*.=-M ^f/WN-^oW?/) -2- 
.^/V-3- (Z-t'J-jV- Y*i/7 -6, 
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5H-i^E3^V# [d] t'7V'n [l, ,5-a] t 0, l) 5: • &£&L 




OCH 3 

T L C : R f 0.26 : @»x?v^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10 (s, 
2H), 3.84 (s, 3H), 3,82 (s, 3H), 3.70 (t, J - 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) 0 

10 MMM 2 (101) 

8- (N- (4-^oo7x^v) *<?-;V-li--7x2 M/UT% /) 

=f-)V~ 3 - (2—^^-4-^ b^f'>7ai=^) -6, 5 

H-->^n^V^ [d] t'7 N /D [1, 5- a] bf!) 5 ■ iSSfcfi 
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OCH 3 



T L C : R f 0.26 : %$&^J-/V= 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, 3= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2. 1 9 (s, 3H), 1 .74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) C 

mM&\2 (102) 

8- (N- (2- t^)V7 -N-^ut°;UT^ /) - 
10 3- (2-/f-/V- 4-/ Y*i/-7 -6, 7-^tFn-5H-i/ 

^p-o^ [ d ] t*7yV[i, 5 -a] k°y -mm 




OCH3 
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TLC : R f 0.46 (^V^ : SBB^W- 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6^90 (d, J 
= 2.4Hz, 1H), 6.84 (dd ; J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3.84 (s, 3H), 
3.34 (m : 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0.97 (t, J = 
5 7.5Hz, 3H)o 

2 (io3) 

8- ( (3 S) - 3-^ Y^S^f-tV-l, 2, 3, 4-r^7tKo^y 
^;!)y-2— f;V) -2-^^-3- {2-tJ-;v-4-tY*i/7*. 
10 -6, 7-v^tKD-5H-/^n^ [d] t'r/p [1, 5- 

a] t°y • £Bfc& 



T L C : R f 0.56 (-^^f-y : ^^f-/P= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H)„ 




• HCI 



OCH 3 
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(l 0/4) 

t^yn [1, 5- a], t°y • 2IKI. 




H3C CH3 



T L C : R f 0.42 n D : * & J —/U= 2 0:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H) ; 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) D 

HfiSfly 2 (105) 

8- ( (2 S) - 1 -7^-^- 2-/n tV^) 7$ / - 2 

-^^^-3- (2-^^-4-^ -6, 

-5H-^n^ [d] t°7^/p [i, 5-a] *?y $z?y -msm 
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OCH 3 



TLC : R f 0.26 (^*-f> : @M^=?w=2 : 1 ) ; 
NM R (300MHz,' CDC1 3 ) : 8 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.1 6 - 7.23 (m, 2H), 
7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H) 3 3.11 (t, J = 7.2Hz , 2H), 3.08 (m, 1H), 2.81 
(m, 1H), 2.3r'(s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) D 

mmm 2 ( 1 0 6 ) 

8 — (N — (4 -^A-^^^V) ^/U-N-7°n t°y^T^ /) -2 
10 - / ^vU- 3 - (2-^^-4-^ F^7i^) -6, 

-5H-^o^ [d] t°7/n [1, 5-a] try^^-tfKtt 
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SCH 3 



OCH 3 



T L C : R f 0.50 i^^-fry : H=^c5v^= 2:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.25 (d, J - 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7.13 
(d, J - 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
5 2H), 3.84 (s, 3H), 3.70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H)„ 

HflSflU 2 (10 7) 



8- (4-7 3L=.jV\?s<7Vy- 1 -4)V) - 3 - (2-^f 

10 hdfi/7x^;l/) -6, Fn-5H-^o^ [d] 

t°7y'o C 1 , 5 - a ] t°y 5 v 5 ^ • 2jgg?±& 




WO (12/053565 



PCT/JP01/1I58] 




OCH 3 



T L C : R f 0.30 i^-fy : W$&^^= 2:1); 
NMR(300MHz, DMSO-d 6 ) • 5 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) C 

mmm 2 ( 1 0 8 ) 

8- (4- (2-^oo7x^) t c s<7i>y- 1 -4 ;u) — 
10 3- (2-^f/l/-4-n^7^/l') -6, 7-v^t Kn- 5H-V 
^n^:/^ [d] t e 7^/D [1, 5-a] f!)?^ 



135 



WO 02/053565 



PCT/JP01/11581 





OCH 3 



TLC : R f 0,38 1 (^^> : gf-gfcoi^V- 2:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.41 (dd, J = 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.8H, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 



10 



mi&m 2 (10 9) 

8- (N, N-^W^y) -2-^^-3- (2-^^-4-^ 
Y^i^y^^M -6, Kn-5H-^n^y^ [d] b c 7 v /n 

[i, 5 -a] t°y $ v 5 ^ -mm. 




OCH3 
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T L C : R f 0.57 i^-fy :,^rcf-/V= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 7.8Hz, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1 .38 (m, 4H), 0.97 (t, J = 
5 6.9Hz, 6H) 0 

mmm 2 (110) 

8- ^ J) -2-^^vV~3- (2-^^U- 

A- 1 -6, 7-v J tKo-5H-v'^P^>'^ [d] t c 

10 7/0 L 1 , 5 - a ] h° y 5 v 1 ^ ■ jftHjft 




TLC : R f 0.36 (^-fy : |^ac^= 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1 .40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

mMM 2 dip 

8- (N- (4-^^7^-/V) ^f-JV-N-^f^T^y) -2-*^ 
20 7W-3- (2 -t^Sls- 4-t y*^7^=.;V) -6, 7-v J tKP-5H 
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-v^p-O-^' [d] t°7y*a [1, 5 -a] t°V -MMiM. 




T L C : R f 0.53 (^^^ : ffi^nfvt^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, l'H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) C 

mmm 2 (112) 

10 8- (N- (4-^^-^y^— )V) ^^/V-N- (2-7< Y^-y=cJ-)V) T 
%J) -2-^^-3- (2-^A—4-^ Y*^y7 -6, 7 

-v?fc Kn-5H-~>^P^y^ [d] k'r/n [1, 5- a] t°<J ^ i?^ • 
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OCH 3 



T L C : R f 0:23 (^-fy : f^t^iV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) C 

gMH 2 (113) 

8- (N-v^ n-/D tV^-N- (4-^f-/W7^zi/U) ^/UTS:/) - 
2-^^-3- (2-7<^-4-^ h^rV7oi^;l/) -6, 7-v^fcK 
10 a-5H-^n^ [d] t°^^c [1, 5 -a] t° y 5 v> >- • 
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OCH 3 

TLC:Rf 0.35 (^rf-^ : @^ai^^= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s 5 3H), 2.31 (s, 
5 3H), 2.30 - 2.10 (m, 3H),2.19 (s s 3H), 1.10 - 0.80 (m, 4H) C 

MMM2 (114) 

8- (N-v^ n^n tVM9vl/-N- (4 ^v^^-yk) ^ 9vVT X 
/) - 3 - (2 -^^;V-4-^ b^r^^^-yW -6, 7- 

10 ^FD-5H-^nX^ [d] [1, 5- a] fy*i^. 
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OCH 3 

TLC:Rf 0.37 (^rf-:x : g^a-^/l^ 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2. 1 1 (s, 3H), 1 .38 - 1 .05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35 -0.10 (m,2H) c 

SMI! 2 (115) 

8- (N, N-^7"n fcVKTS 7) -2-^^-3- (2-^^-4- 
10 t< h^rt/^zc^) -6, 7-^tKn-5H-^n^^ [d] tfyy* 
D [1, 5- a] t°y 
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I 

T L C : R f 0.59 (^f-^,: g^gf j.f-/l/= 2:1) ; 
NMR (300MHz, CDClj) : 6 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J » 7.2Hz, 2H), 2.90 (t, J 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz, 6H)o 

i ' 

iiii 2 di6) 

8- (N- ,(4-.>^7j^) *3-jV-H- (2-y*^~=-)V) 757) 
- 2 3 - {2-/^/U-4 h#V7s^) -6, 7-v?t 

10 Fn-5H-^o^y^ [d] t^/o Dl, 5-a] t 1 ]) v^y-li 




OCH 3 



TLC : R f 0.47 (^df-tf-y : ft»if;U= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, 3 = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J = 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz,3H) 0 

142 
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8- (N-^abVV—N- T$/) -2-^^-3- (2 

5 ^ [d]'^ [l, 5-a]t°y?^y 




OCH 3 



T L C : R f 0.55 (^^f-^ : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) C 

mmm 2 ( 1 1 8 ) 

8- -2-^^-3- (2-^^-4-^ h d rv / 

15 37^-^) -6, Kn-5H-->^o^ [d] t°y/n [l, 

5 - a ] t° y ^ v 5 ^ • mm& 
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OCH 3 



T L C : R f 0.58 (-^ : g^znfvl^ 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30 - 1.53 (m, 8H), 0.94 (m, 6H) C 

mmm2 di9) 

8- (N-^n^V^/t'-N- ^f)VT^J) - 

10 2-^/1^-3- (2-^fvl— 4-^ Y*ci/y^~/U) -6, 7—i?t K 
n-5H-^o^ [d] t°7 s /o [1, 5- a] • i&MIM. 




OCH 3 
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TLC : R f 0.38 .(^df-f-C : fft&x.J-jy= 2. : 1 ) ; 

NMR(300jte, CD 3 OD) : 5 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 



J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H) ; 



HM2 1 (12 0) 

8- (N-v'^u^n tVV^^-N- (4- ^f-jv^y ^=f-jv 
T^J) -2-*=?)V-Z- (2-/^-^-4 Y*^y^~/V) -6, 
10 7-^tKn-5H-^P^ [d] t°yy'n [1, 5 -a] t° JJ 5: *J 



T L C : R f 0.85 (^f-^ : gt^n^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) C 



5 2.22 (s, 3H), 1.98 (s, 3H), 2.40 - 1.60 (m, 10H) C 




SCH 3 



OCH3 



145 



WO 02/1153565 PCT/JP01 /1 1 581 



mmm 2 (121) 

8- (N- (4-7;Vtn7x^;l/) y fvl'-N -T'n tVl^T ^ / ) -2- 

(2-^f;U-4-^ -6, 
5H-^P^ [d] t s 7y'P [1, 5 -a] fy'i?^ 



F 




TLC : R f 0.87 (^*rW : 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

HflsflJ 2 (12 2) 

8- (N-v-^o^^-N- (4-j-J-jV7aL~ )V) ^f;W7$y) -2 
(2 -y ^-4-^ Y*-y7aL~)V) -6, 7-^fcKn 
15 -5H-^d^ [d] fyy'n [l, 5- a] fc'USv^ 
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at 





och 3 



T L C : R f 0.48 *y-y : ftBfe3i^U= 2:1) ; 
NMR(300MHz, CDCI3) : 5 7.19 (d, J = 8.4Hz, 1H) 5 7^02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H) D 

mmm 2 (123) 



10 8- (N-^^-N- {A-j-^jvy ^w^y) - 2 

3 - (2 -p« fvl'- 4 hdf-S/7»=/U) -6, 7-S?kKa-5H 
-V^p^^^ [d] [l, 5- a] t°y^v>^ 
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OCH 3 

T L C : R f 0.69, i^-f 1/ : %^^/U= 1:1) ; 
NMR(300MHz,CDCl 3 ) : 6 7.19 (d J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (brt, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1 . 1 8 (t, J = 6.9Hz, 3H) C 

(12 4) 

8- (N-7°n tVV-N- (4-M)7^tP^f^7x^/l/) ? fvVT $ 
10 7) -2-^^-3- (2-^f;V-4-^ h^ri/7x^) -6, 7- 
ytFo-5H-^a^ [d] tyy'o [1, 5- a] fJJ^v^ 
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OCH 3 



T L C : R f 0.79 (^f-^ : jV= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz ! 1H), 6.79 (dd, J - 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H),'3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) 0 

mm\ 2 (125) 

10 8- (N-yn kVu-N- (f >7tKB77>-2 — ^ W57) 
- 3 - (2-^/V-4-n^7i^) -6, 

Kd-5H-^p^ [d] t'y/D [l, 5- a] t'll^y 
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OCH 3 

T L C : R f 0.31 (^^^ : ffl&^=?-;i,= 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz. 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
5 3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, '3H) 0 

Hft&ffll 2 (12 6) 

8- (N-^/k-N- (2 r^S^fvU) 7^/) -2-/^/^-3 
10 - (2 —tftV—A-* y*-s7^~>V) -6, 7-^tKo-5H—>^ 
u^y^ [d] ¥7V*u [l, 5-a] 




OCH3 



T L C : R f 0.30 {.^-fy : H&^^vU= 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s,' 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) D 



8- (N-:/n tVw-N-i/^a^nhVl/T^ J) - 2- ^fvv- 3 - (2 
-/^/U- 4- ?i Y*i/y^~;v) -6, 7-i/t Kn-5H-^-n^ 
* [d] t°7/o [1, 5-a] b'y^v^ 



T L C : R f 0.45 (^^rf-^ : |^ai^/l^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J = 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) D 

gli 2 (12 8) 

8- (N-^D/Wf/V-N- T^J) -2 

-^^-JV- 3 - (2-^^-4-^ h^v'^^^/H -6, Rp 
20 -5H-^n^ [d] h°7)/P [1, 5-a] t'D^v^ 



5 





OCH 3 
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T L C : R f 0.57 X^f-y : ffl&x-?->l<= 1:1); 
NM R (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz; 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2,50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) Q * 

mmm 2 (129) 

10 8 - (3 -rc h^v'^/Wjwl'- 1 , 2, 5, 6-7 1 f7t Ko t°D vVv) 
-2-^^71^-3- (2-^f;l/-4-^ hdfv'yx^) -6, 7-v>t 
Ko-5H-^n^y^ [d] M'yVxn [l, 5 -a] tl 
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O 




OCH 3 

TLC : R f 0.27 : W^^= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.27 (m ; 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2. 17 (s, 3H), 1 .34 (t, J= 6.9 HZ, 3H)„ 

mmm2 (i3o) 

8- (N-v^ d/p fcVK^/w-N- (4 - J-J-jvy ^~)V) ^f;i/7 5 
10 7) -2-^^-3- (2-^/V-4-^ b^i^) -5, 7- 

i;tKn-7P [3, 4-d] t°^/n [i, 5-a] t-y^-^y-^m 
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CH 3 



OCH 3 



TLC:Rf 0.68, C^^f"^ : ^^^;V= 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m; 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) C 



(1 3 1) 



8- (3- (3-^^-1, 2, 4-^^7/^-5 — f^) -1, 
10 2, 5, 6-f h7tFntl^) -2-p<^-3- (2-/^/^-4 
Y3ci/7 3L~;V) -6, 7-^tKn-5H-^n^y^ [d] t°7 
y'n [1, 5- a] k'Dv^y 
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N 





OCH 3 



T L C : R f (X18 {^-fy : ^cn^/U= 2 : 1 ) ; 
NMR(300MHz, CDC! 3 ) : 8 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H)', 2.14 (m,2H) 0 

iii 2 (132) 



10 v-7^-;v) -6, 7-i?kKn-5H-^n^ [d] fy^/n [1, 

5 -a] try 5;v>> • J£Sfc!£ 




8- (4-^7°^T^/) - 3 - (2-^pp-4-^^ 




OCH 3 
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TLC : R f 0.48 (^-fy : @^g£;3i=fvk= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.37 (d, J = 8.7Hz : 1H), 7.07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J =, 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 
5 1.00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz, 3H) C 

Hi 2 (13 3) 

8- (N-^^n/nhVMf^-N- T^y) -2-y 

^-3- (2-^^/1^-4 b^r^^^^/l/) -6, 7-i/tKn-5 
10 H-->^o^y^ [d] t^y'o [1, 5- a] 



T L C : R f 0.73 (^^r^>- : g^Sfeoi^v= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) C 

2 (13 4) 



20 8~ (N- (2-^ h^i/^fr) -N- (2-^U/W) T^y) -2- 




OCH 3 
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(2 -tf'A'-A-* Y*i'7*~Jl') -6, 
5H-^p^ [d] k^y'c [1, 5- a] tfJJ$$?y 



T L C : R f 0.13 (■^MM' : M^5v^= 3:1) ; 
5 NMR(30OMHz 3 CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J = 7:8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) D 

10 mt&M 2 (13 5) 

8- /^T ^ /) - 2-yj-/V- 3 - (2-^^/V-4-^ h 

v^7i^) -6, 7-i?kKn-5H-^o^ [d] [1, 
5 - a] h°y 5 




OCH3 




OCH3 



15 T L C : R f 0.80 (^r^V : Wk^f-jV= 1 : l) ; 

157 
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NMR (300MHz, CDCI3) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m, 2H), 1 .83 (t, J = 2. 1Hz, 3H) C 

m&M2 (13 6) 

8- (4- U-^nn^n/^) -1, 2 ; 5, 6 -*r Y 7 t Kn t° P v> 
)V) - 3 - (2-^^-4-^ f^f->7x^;V) -6, 7- 

v'tKo-SH'-^P^ [d] t^y'o [1, 5-a] fcTJJ 




OCH3 



TLC : R f 0.10 (^f-^ : i^^f"/^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) Q 



mm2 (1 3 7) 
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8- (N-i/^c^p W f;l/-N- .(4 ->f;k7a^) / 

/) -2-'£^/V-3- (2-^f/l'-4-n 3 rV7x^V) -6, 7- 

^Fo.^SH-^n^ [d] [l, 5- a] tfj^v^- 




HCI 




OCH 3 



T L C : R f 0.53 (^^V : fflfK^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.36 (d, J = S.4Hz, 1H), 7.18 (d, J = 8 .1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m, 2H), 0.18 (m, 2H) C 



Hi 2 (13 8) 

8- (N-7°o fcVW-N- (4 - M) ^ ^/l/^-dri/^^^^) ^ 

15 ;U7^y) -2-^^-3- (2-^^-4-^ h^r;X7^-/M -6, 
7-^tKn-5H-^o^ [d] fc'^/n [1, 5- a] t° D 5 v> 
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OCH 3 

T L C : R f 0.55 (^^^ : Sffi|xf;W= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), > 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2:36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) C 

Hi 2 (13 9) 

10 8- (N — (2-^y/L-) -N-^nynfcVMW?;) -2-7< 
(2-^po-4-^^7i=^) -6, 7-v^tFn-5 
H— >^n^* [d] t°7y ? P [1, 5 -a] t'D^v?^ 




OCH3 
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. .in 

i 

T L C : R f 6:40 : ^M=^^V= 3 : 1 ) ; 

NMR(3"00MHz, CDCI3) : 6 7.29 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7; 2:4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d,'J = 6.6Hz, 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) C 

t 

1 • 

gSjfeflJ 2 (14 0) 

8- (N-^DtVU-N- {Z-tJ-jX"? 3L~)V) *J-/VT^;) -2-t 
10 (2'-^f;v-4-^ f^V?!^) -6, Ko-5 

H-c/^p^^^r [d ] \fy^/xi [1, 5 -a] bTj;5^'4ttfc!t 




OCH3 



T L C : R f 0.52 (^^fy : g^^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) C 
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H»ll 2 (14 1) 

8- (N-7"n fc°A—N- (2 - / *f)V7 ^~;V) *=}-)VT^J) -.2-* 
(2 Y^r-yy ol=-)V) -6, T-v^Kn-s 

H-i/^P^>^ [d] h'yVti [l, 5- a] k'H^y-MI 



TLC : R f 0.52 i^-fy : BB^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2.19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 

mMM 2 (14 2) 



8- (3-^<yf-^TK J) -2-/J-/V-3- (2-^nn-4-if^f 
i/7^~;V) -6, 7-^tFD-5H-^n^ [d] t°7 N /n [1, 
15 5- a] t°y $ Py • jtSfefi 




OCH 3 
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OC 2 H 5 



TLC:Rf 0.49 : RK^^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz ; 1H), 7.06 (d; J = 2.4Hz, 1H), 6.95 
(dd, 3 = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, 3 = 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), 
1 .06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) 0 

Hlfegjl 2 (14 3) 

8- (3-^yf^7^;) - 2 -t< fvu- 3 - (2-^ nn-4-x 
10 -5, 7-^tKn-7P [3, 4-d] k'^/o [1, 5- 

a ] t°y • &&& 




• HCl 



OC 2 H 5 



TLC : R f 0.40 (^-fy : flU*^^* 2:1) 
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I 

i 

NMR(300MHz; CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 
7.07 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 2.4, 8.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H),, 5.28' (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (ra, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

mmm 2 (144) 

1 

8- (N-^^-N-^-^/VT^y) -1 2 -t^fr- 3 - (2-^^/1- 
-4 b^v'^^n;!/) -6, 7-^bKn-5H-^D^ [d] 
k s 7/n [1,'5-a] fc° ]) 5 ■ 




10 OCH 3 

TLC : R f 0.09 : g^m^/i/= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1.80 (m, 2H), 1.44 - 1.25 (m, 6H), 0.90 (bit, J = 6.6Hz, 3H) C 



mm 1 2 (145) 

8- (N-^A— N- (3— <y^-/U) T^y) -2-^^-3- (2 
-^f;k-4-^ f^>7x^/W) -6, 7-;/tKo-5H-^n^ 
20 * [d] [1, 5 - a] k'U v^-StS 
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I 




T L C : R f 0.47 V^^-fy : S¥SftJ.^/U= 2:1) ; 
NMR(300MHz,CDCl 3 ) : 6 7.11 (d, J = 8.4Hzj 1H),'6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 
7.2Hz, 6H) C 

r i' 

SBtfll 2 (14 6) 

8- (n-^^-n- 7-;;) -2-^^-3- (2 

10 h^ri/yaL^M -6, 7-^kKP-5H-^n^ 

* [d] t'^y'n [1, 5- a] t°P v^-MI 




T L C : R f 0.51 (^f-^ : |^^^= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t,J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64- 1.94 (m, , 
4H), 1.28 - 1.58 (m,4H), 0.97 (t, J = 7.2Hz, 6H) 0 

i 

mm 2 (147) 

8- (N-^n/nt>-N- (4-^^7x-;l/) tf'A'T^;) - 
2-^^-;V- 3 - (2-^oo-4-^ f^y7x-^) -5, 
o-7D [3, 4-d] t°7y ? o [1, 5- a] M°3 • 




OCH 3 



T LC : R f 0.54 : g^^^vl/= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.34 (d : J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00(m,4H) o 



mm 2 (14 8) 
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8- (N-'^o/oWf^-N- {4- J-J-;V7 fJyVT S> 

y) - 2 - y ffV- 3 - (2-ynn-4-y- h^V7i-^) -5, 7- 
i?tKn-7D [3, 4-d] [1, 5-a] JJ 5 ^ • «Mfe!fc 




och 3 



T L C : R f 0.58 : SH^f ^= 1:1) ; 

NMR (300MHz, CDCI3) : 6 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5>10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H) 0 

H»!)2 (1 4 9) 

8- (N-^ n^/U-N-^n tV^T^y) -2-^A--3- (2- 
y^-4-y Y*~y7x.~jv) -6, 7-i/kFn-5H-^n^ 
[d] t-y/o [1, 5-a] t°y ^ v?^ 
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N 




TLC : Rf 0.45 : |M^9vV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.17 ( ; d J = 8.1Hz, 1H), 6.86 (d, 1 = 2.1Hz, 1H), 6.78 



5 2H), 2.94 (t, J - 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 (m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) D 

H»!|2 (15 0) 

8- (N-^y7Y^-N- (2-^^t$ y ^/V) r^y) -2- 

10 (2-^f;W4-^ f^rV7x^) -6, 7-v>tKn- 

5H— ^P-<^ [d] fc^/p [1, 5 -a] t°U 5 W • 2Mm& 



T L C : R f 0.63 (g^^/i/ : »K : *= 3 : 1 : 1 ) ; 
NMR (300MHz, DMSO-d 6 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 

168 



(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
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3.42 - 3.32 (m, 2H), 3.01 (brt, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,6H) 0 

5 Hi 2 (15 1) 

8- (N-T'DtVU-N- (4-7;^-P7x^l/) ff-?V7%J) -2- 
(2-^pd-4-^ h^r^7oi^^) -5, 7-i/t Kn- 
7P [3, 4-d] \fy^Ju [1, 5-a] t°yS;v^ 



10 TLC : R f 0.34 (^t^ : ft»xf^= 3:1) ; 

NMR(300MHz : CDC1 3 ) : 5 7.31 (d : J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) C 

15 

HM12 (152) 

8- (N-37°n tVl^-N- (4-7/^07x^1 ^^T$;y) -2- 
^^/V-3- (2-^dp-4-^ b^^7x-/k) -6, T-i^fcKn- 

169 



F 
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5H-^n^>^ [d] fc^/n [i, 5- a] t'y^v 5 




TLC:Rf 0.36 : H^n=fvk= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, lH), Vf 7.02 - 6:94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (bit, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

mmm 2 (153) 

10 8- (N-^^p/p Wf;WN- (4-^f/W7x^;H if As 
7^y) -2-^^-3- Y**y7 -5, 

7-v 5 !; Ko-7P [3, 4-d] f^/a [1, 5 -a] tfy^v 5 ^-:^ 

mm 
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SCH 3 , 



och 3 



T L C : R f 0:67 ' (^df-f- V : m&=^T^= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J - 2.7Hz, 1H), 6.97 (dd, J - 2.7, 8.4Hz, 1H), 5.48 (d, J = 
5 16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H)„ 

mmm 2 (154) 



10 8- (N, N-^oW?;) -2-^^-;W-3- (2-^pd-4- 
y^yy^)V) -5, 7-5?kKD-7D [3, 4-d] fc^/n [1, 

5 - a] try * • 





• HCI 



OCH 3 
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T L C : R f 0.69 (^-fy : f(^^=fjv= 1:1) 



NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.7Hz ; 1H), 7.08 (d, J = 2.4Hz, 1H) : 6.96 



(dd, J = 2.4, 8.7Hz, lH),5.48(td, J =1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 
5.21 (t, J = 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz,6H) c 

Hi 2 (15 5) 



8- (N, N-'W;V7 5;) -2-p<fvW-3- (2-^dd-4-^ 
farV^^-^) -5, 7-^tFn-7P [3, 4-d] t°7^/n [l, 
10 5- a] t°U ^v>> 



TLC : R f 0.74 (-^l^ : g^^,^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H)„ 

SMM 2 (15 6) 

8- (N-v^ d^d t:VM gvl'-N- (A-y^irny ^^-jvy 
20 =;/) - 2 -t^/V- 3 - (2-^pd-4-t< h^r^x^I/) -6, 7 





• HCI 



OCH 3 
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-i?tKo-5H-^DXy^ [d] t°7i/o [1, 5-a] tfJJ.§$?y 



TLC : R f 0.27 (^^rf-^ : @^I^^= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 3H), 7.06 (d 5 J = 2.7Hz, 1H), 1 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J .= 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) 0 

HMM 2 (15 7) 



10 8- (N~:/P fcVU-N- (4-^f-/W7^^;^) t^JVT^J) -2-/ 
3 - (2-^00-4-^^71-^) -5, Kp-7 
d [3, 4-d] t°7^/n [1, 5-a] fc° ]) 5 v>>' • 




OCH 3 
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OCH 3 



TLC : R f 0A3.(^$-fy : 0^^=f-JU= 2 : l) ; 
NMR (300MHz, CDCI3) : 8 7.33 (d, J= 8.7Hz. 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 

. • 1 1 " 

3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) D 



HjfeffiJ 2 (15 8) 

8- (3 e -^)VT%J) - 2-/<^/U-3- (3-^pp~5-HJ7 

10 Mu^^-;V\f\) 2-A?V) -6, 7-^/tKD-5H-^nXy 

$ [d] \?7-/u [i, 5-a] t°y 5 vis ■ 2mmM. 




2HC1 
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T L C : R f 0.19 X^*W : W&^JV= 3 :1) 



NMR(300MHz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (ra ; 2H), 



3.15 (m, 2H),'2.47,(s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz, 
6H) 0 



8- (N-^f^-N-yntV^J^/) -2-^^-3- 

-4-^ fdr->7x^) -5, 7-i?tKo-7D [3, 4-d] \??V* 

p [1, 5 -a] t°y 5i» 



T L C : R f 0.21 : ^m.^;V= 3:1) ; 

NMR(300MHz 3 CDC1 3 ) : 6 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
1 5 7.2Hz, 2H), 1 .05 - 0.98 (m, 6H) D 

mmmz (160) 

8- (N-7Y/l^-N-^n tVUT^ /) - 2-^/^-3- (2-^fvl- 
-4-^ h*i/7^~JU) -6, 7-i/tKn-5H-^o^ [d] 
20 t°y y P [ 1 , 5 - a ] k° !) ^ • &g££ 



5 





• HCI 



10 



OCH3 
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OCH 3 



T L C : R f 0.33 i^-fy : g^g^fvl^ 3:1) ; 
NMR(300MHz, CDCI 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) C 

mtm\ 2 (i6i) 



10 x/7ol=.)V) -5, 7-i?tKD-7P [3, 4-d] VyVu [l, 5- 

a] t°y *z?>-mm 



T L C : R f 0.54 K^rf-> : @^^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 





OCH3 
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(d, J = 2.4Hz, 1H); 6.97,(dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H), 5.39 (d, 
J = 16.8Hz, 1HX 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H) ; 
1 .47 (m, 4H), 1 .00 (t, J = 7.2Hz, 6H) 0 

5 mmmz a 6 2) 

8- (N-^f^-N-xW^ 7) -2-^^-3- (2-^pp- 
4-p< b^v^ni^/lO -5, 7-^kKn-.7o [3, 4-d] M'yV'v 
[1, 5- a] fc-y^i^ • &&% 




OCH 3 



10 T L C : R f 0.48 (^1^ : Bflftoi^vl^ 2:1) ; 

NMR(300MHz, CDCI3) : 6 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m,2H), 1.01 (t, J = 7.2Hz, 3H) 0 

15 

mmm 2 ( 1 6 3 ) 

8- (N-^oynbf/l/-N- (4-7/^n7*-/V) ^^7 57) 
-2-^^-3- (2-^nn-4-^^7i^) -6, 7-i?k 
Ko-5H-^n^ [d] t°7 s /P [l, 5 -a] t'JJ^v 5 ^ 
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F 




T L C : R f 0.80 : gpffcjLfvl^ 1:1); 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 



Hjfeffll 2 (16 4) 

8- (N-^DtW-N- (2-7;^0 7x=^) tJ-frTXJ) -2- 
10 ^^-3- (2 h*\/7^~/V) -6, 7-i/tKn- 
5H-^p^ [d] \?yV°u [1, 5- a] fKvV 
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OCH 3 



TLC : Rf 0.85 (^$-fy : g^g£m^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz,3H)o 

gjfeffjj 2 (16 5) 



10 8- (N-/o tVW-N- ( 3-77V^-D7^-yW ^W?/) -2- 
( 2 4 -p* h^rv-7i- yu) -6, Kn- 
5H-^n^ [d] [1, 5- a] fjl^v 5 ^ 
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T L C : R f 0.86 '(^1^ : I^^f-/V= 2 : l) ; 
NMR(300MHz, CDC] 3 ) : 8 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98- 6.90 (m, 1H), 6.87 (d, J = 2.4Hz ; 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz 5 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H) 0 



«J 2 (16 6) 

10 8 -i?Z/# P7°D tVM^V^TS; J - 2 -tf-jV- 3 - (2-^na-4- 
7< h^'>7 3i^V) -5, 7-^tKo-7D [3, 4-d] h°7^tn [1, 

5- a] try ^v>> 
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T L C : R f 0.39 : |^rc^-/i/= 2 : 1 ).' ; 



NMR(300litoz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 



(dd, J = 2.4 8.7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H), 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) C 



8-^n7"n h>^f;V7 5 J — 2 — ^^JV- 3- (2-^nn-4- 
^ \-*\z7^~>V) -6, 7-^tFD-5H-^o^ [d] t'^" 
P [1, 5- a] k°U ? v>> 



T L C : R f 0.40 (^3riJ-^ : ffl6fcx-f-iV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J - 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) 0 

iii 2 (168) 

.8- (N-^^V^-N-r/PfcVKT ^ /) — 2 - 3 - (2-^pp 

-4-t< h^y^/iO -6, 7-^fcKo-5H-^n^ [d] 



5 





10 



OCH3 
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OCH 3 

TLC : R f 0.52 : ffl&^*f-;\,= 2 : l) ; 

N MR (300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H) 5 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H) 5 0.97 (t, J = 
6.6Hz, 6H) C 

mm\ 2 d69) 

10 8- (N-^ n/n t°/l^ ^vU-N - :7*p fcVKT 5: /) -2-^/W-3 
- (2-^dd-4-^ b^;/7x-;l/) -6, 7-^tFn-5H-^ 
p-^* [d] fyi/u [1, 5-a] fcT]7$^ 




OCH3 

T L C : R f 0.54 i^^y : %m^jU= 2:1) ; 
15 NMR(300MHz, CDCI3) : 5 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H),' 
3.01 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 
2H), 0.15 -0.05 (m,2H) 0 



10 



mmm 2 (170) 

- (2-^no-4-^ f^r^7x^) -5, 7 - v>t Ku -7 D [ 3 , 
4-d] [1, 5 -a] fc?!J$S?> 



N' 



och 3 



T L C : R f 0.42 (^f- 1/ : A"= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7 r 07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 



2 (17 1) 

8- (N— (2--f7=-)V) -N-^n \£/VT%S) -2-/7^-3- (2 
-^nn-4-^f^7x^) -6, Kn-5H-^o^ 
20 * [d] t°?y*P [l, 5- a] If U ^i?^ -ttijMfi 
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l 




OCH 3 



T L C : R f 0.44 : ;v= 2:1) ; 

NMR (300MHz, CDCI3) : 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz, 1H), 4.56 (d, J = 2.1Hz, 2H); 4.05 - 3.80 (m) and 3.85 (s) total 5H. 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1 .80 (m) and 1 .89 (s) total 5H, 1 .01 (t, J = 7.2Hz, 3H)c 

(17,2) 

8- (N- \2-^^-^M -N-^atV^T^y) -2-^^-3- (2 
10 -^nn-4-p<.>=3rv-7=.^/V) -5, 7-v ! t:Kn-7D [3, 4-d] 

t°7>/cz [1, 5- a] t°y 5 c Jy 




OCH3 

T L C : R f 0.36 : |^^f-yW= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 
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3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz 3 3H), 1.72 (sext, J = 7.2Hz, 
2H), 0.98 (t, J = 7.2Hz, 3H) C 

mmm 2 (173) 

5 8- (N-T/^-N- Y^yaL^jv) 757) 

- (2-^ac-4-^^7*=/V) -6, 7-5?kKo-5H-^ 
[d] t'yy'p [1, 5- a] ^P^^-IIJi 



T L G : R f 0.34 (^M*-> : @^n^= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H) : 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2.18 (m) and 
2.33 (s)total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 

15 mW\ 2 (17 4) 



8- (N-^^vW-N- (2-^b^>xf;P) T 5 7 ) -2-^f"^-3 
- (2-^do-4-^ h^e/7x=/l/) -5, 7-i?kKD-7d [3, 
4-d] fr/P [1, 5 -a] t°y$v^^-^i^ 




• HCI 



OCH 3 
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OCH 3 



T L C : R f 0.39 (^=3rf-> : BB^^=2 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m ; 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m ; 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (ti J = 6.9Hz, 3H) D 

mmm2 (1.7.5) 

8- (N-^otV^-N- (4- VV y /virn ^^-/v^r^-yy ^.=l;v) 
10 frT^J) -2-jf-jU-3- (2-^nn-4-^ h^v-^^^^) -5, 
7-v>tKn-7Q [3, 4-d] fy^/o [l, 5- a] t°!) 




OCH 3 
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i 

TLC : R f 6.42 i^-fly ■ M^fvl^ 3." : l). ; 
NMR(300]vfriz, CDCI3) : 8 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 .(d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m,2H),0.89(t, J = 7.5Hz,3H) 0 

gMffjgj (17 6) 

8- (N-i/f P^n kVM^vW-N- (4-7;vtD7i^) ^f-^T 
57) -2-7^-3- (2-^f^-4-^^>7i^) -6, 7 
10 -v^t Ko-5H-^d^ [d] t:°7^P [1, 5-a] t°]J5v>> 



F 




OCH3 

T L C : R f 0.28 (^3rf-> : l^ni^/k= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) 0 
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mm\ 2 (177) 

8- -i-tj-tv-s- (3, 5 -v 1 ^ pn t°y v 5 

^-2->fA0 -6, 7-v>t Kd-5H-'^p^ [d] k°7/n 

5- a] try =• w 



T L C : R f 0.38 {^"fV : @^m^vV= 3:1) ; 
NMR(300MHz, CDCI3) : 5 8.58 (d, J = 2.1Hz, 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H) ; 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

mm\ 2 (178) 

8- (N-7Y^-N-^f;V7^;) -2-7<fvV-3- (2-£nn- 
4-7< h*is7*~fr) -6, 7-^Fd-5H-^d^ [d] tf 
yV'n [l, 5 -a] k'H^-^I 




CI 
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• HCl 



T L C : R f 0.61 {^-fy : mSi^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd 3 J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1 .74 (m, 2H), 1 .32 - 1 .48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) 0 

t 

mmm 2 (179) 

8- (N-^d/p tVMf;>-N- (4-HJ7^b^;V7i-/v) 
10 *J-JVT\;) -2-/^/1—3- (2-^f/V-4-y f^r^7i^) 
-6, 7-^fcKn-5H-^n^ [d] IfyVu [l, 5- a] t° 

y 5 i» ■ 




OCH3 
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TLC : R f 0.54 (^^y > fr,= 2 : l) 



NMR(300MHz, CDG1 3 ) : 5 7.65 (d, J = 8.4Hz, 2H), 7,47 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.7Hz, lH),.6.9b'(d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 



5 (s, 3H), 2.27 (m, 2H), 2.19 (s, 3H), 1.14 (m, 1H),,0.65 (m, 2H), 0.17 (m, 2H) 

mmm 2 ( 1 8 0 ) 

8- J) -2-^^/1^-3- (2-^DD-4-n^r 

i/7^=.;l>) -5, [3, 4-d] t'y^/n [l, 5~ 

io a] t°y ^ i?y ■ m_mm. 



T L C : R f 0.40 (^*-fy : |^^^-/W= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J = 16.5Hz, 1H), 5.29 (s,2H), 3.85 (s,3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68- 1.98 
(m 5 4H), 1.06(m,6H) o 

2 (i8i) 



8- (N-^n/PtVMW^y-N- (4-7;^c7i^) ^ 




och 3 
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[ 

fvWSy) ■ -" 2 -> ^vU- 3 - (2-^nn-4-^ h^V^ 7 ^-^) - 
5, 7-#'Kd-7P [3, 4-d] t'7y'n [1, 5-a] t^v^ 



F 




OCH 3 

T L C : R f 0.28 (^^^ : |1#^fvU= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7,05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) C 

10 mmm 2 ( 1 8 2 ) 

8- (N-^i/vVl'-N- (2-vV^^T^y^^W 757) -2-7< 
=f-)V- 3 - (2-^;V-4-n^f'>7i^) -6, 7-v ; tKn-5 
H-V^P-^^^ [d] t°^yp [1, 5-a] t°y^v^-2:^:& 
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<H 3 C) 2 N^^ w 




OCH 3 



T L C : R f 0.60 (ftSfct^vV : f^gf : 7k = 3 : 1 : 1 ) ; 
NMR(300MHz ; CD 3 OD) : 8 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11 (s, 3H) C 

MMM 2 (18 3) 

10 3 - (2-^pp-4-^ h^i/^^n/l/) -5, 7-i?tKn-7 

cr [3, 4-dJ t°7^n [l, 5- a] t°JJ 2til 




OCH 3 
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T L C : R f 0.80 MB^^ : :.7K= 3:1:1) ; 
NMR(300MHz : CD 3 OD) : 5 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, lH),'5.13.(s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s ; 
3H), 3.76 (m ; 1H), 3.56 (m, 1H), 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) 0 



Hi 2 (18 4) 

1 

8- (N'-^^^/U-N- (2-^W^;xf;l/) 75/) -2-^ 
(2-^no-4-^ b^7x^) -6, 7-v J tKD-5 
H-v-^ P-^V^ [d] t°7y'n [1, 5— a] t°U5v ; ^- 2t$$ 




(H 3 C) 2 N Vv ^\ N ^ 1 . 2HCI 




10 



OCH3 



15 



T L C : R f 0.27 n P *;VJ>> \ * 9 J —;V= 9:1) ; 
NMR(300MHz, CD 3 OD) : 5 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H) 5 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) 0 

ij 2 (18 5) 



8- (N- (2-7*3-~M -N-rcf-^T5 7) -2-^^-3- (2 
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* [d] t'yy'n [l, 5- a] f JJ 5 v> >- • 




OCH 3 



T L C : R f 0.36 : |£gfca:?vu= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J ' 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2.1Hz, 3H), 1.47 (t, J = 7.2Hz, 3H) C 

mm 2 (186) 

10 8- (N- (2-^~/V) -N-^/VT^ J) -2- ptosis- 3- (2 
-^on-4-n^>7i^) -5, 7-^tFn-7o [3, 4-d] 
t°7/P [1, 5- a] t^v^y-TO 

^ ^ • HCl 




OCH3 



T L C : R f 0.26 : @^r^vix= 2:1) 
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NMR (300MHz 3 CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t, J = 7.2Hz, 3H) e 

i 

5 MMm 2 (18 7) 

8- (N — (2--??'~M -N-^fvWTSyO -2-^/V-3- (2 

-6, 7-i/k Ko-SH-^P^y 

9 [d] t°7i/n [i, 5-a] t°y • m.mm. 



10 TLC : R f 0.32 : Bs|fcE?yl/= 2:1) ; 

NMR(300Hz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 

15 

mmm 2 ( 1 8 8 ) 



8- (N, N-^D fcTATS J) -2-^^-3- (2-^pd-4- 
^ h=3r^7cr^^) -6, 7-^tKn-5H-^D^ [d] t°y ^ 
p [1, 5-a] t°y $5?^ 




OCH3 
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OCH 3 



T L C : - R f 0.40 (^^-f y : ft^xf ;i/= 3 : 1 ) ; 
NM R (300MHz : CDC1 3 ) : 5 7.30 (d, J = S.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H) ; 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) C 

mmm 2 ( 1 8 9 ) 

8- (N— ,.( 2 -r-ff^jV) o^a t°;U/?-;lsT ^ J) -2-* 

f-jV-Z- ,(2-^nn-4-^f^^7x^) -5, 7-i>t Kn-7 
10 a [3, 4-d].t°^yn [l, 5- a] 



TLC : R f 0.50 (b/Wn;/ : T± h>=5 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 




OCH 3 



196 



WO 02/053565 PCT/JP01/1 J58J 

I 

i 

- 0.28 (m, 2H) 0 ' '■ 
1112 Cl 9 Q) 

8- (N-^n t e >V-N— (4-;/7y7x=M tJ-JVT^ /) - 2-/ 
5 ^/V- 3 - >( 2 4 -p< h^v-^-AO -6, 7— 
H-i/t u^s? [d] t°7y'n [1, 5- a] 

i 

CN 




OCH 3 

TLC : Rf 0.22 : |^3i^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J - 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) e 

mmm 2 (191) 

15 8- (N-^pyo^-N- (4 -ff-jvf-ib-y ol—jV) tf-ivr^J) 
- 2 — 3 - (2-^nn-4-^Wx^V) -5, 7-i?fc 

KO-7D [3, 4-d] k°7yn [1, 5-a] fy^V 
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O 




OCH 3 



T L C : R f 0.20 (^f-> : ^m^;V= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.19-7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz ; 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s ; 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) 0 



8- t°/V-N- (4-^f-;W^7*=-^) * fvUT ^ 7 ) -2 

10 (2-^dd-4-^ f^ri/7i-^) -5, 

-7D [3, 4-d] k^^/D [1, 5- a] t°y^v>>- 
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SCH 3 



OCH 3 



T L C : R f 0.25 {^*f"fr> : 0Wt^-f-^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) C 

mt&M 2 (193) 



8- (N-v-^ o^n tVW-N- (4 - 7^tD7i=.^) ^ 
10 - 2~t^-)\s- 3 - (2-i?np-4-^ h^r;/7x^) -5, 7-S?t 
Kd-7cz [3, 4-d] t'yyxn [1, 5-a] fc'JJ^v^ 
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I, 

F 




OCH 3 



T L C : R f aW.Kf^ : : l) ; 

N MR (300MHz,. CDCI3) : 5 7.32 (d, J - S.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

m%HM2 (19 4) 

8 _ (N-ypfcVW-N- (3-7;^p7x=;H tffrT^S) -2- 
(2-^oo-4-^ f^r^7i^) -6, 
10 5H-^o^ [d] t°^yn [1, 5- a] K°V^V> 




OCH3 



200 
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T L C : R f 0.48 (^Mf-> : SK^9 L /V= 3 : 1) ; 
NMR(300MHz, CDCI 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J - 7.5Hz, 3H) C 

mmm 2 (195) 

8- (N-7"d tVi^-N- (3-7;VtD7x=;>) ff-JVTKS) -2- 
*J-jV-3- (2-^dd-4-^F^>7x^) -5,, 
10 7P [3, 4-d] k^y'P [1, 5- a] t?D 




OCH 3 

T L C : R f 0.46 (^3f f-^ : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
1 5 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

gM!! 2 (19 6) 
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tVV'T^y- 2-7*^-3 - ,'(2, 5-^oo7x=/l/) - 
6, 7-^K.n-5'H-^B^ Cd] t°7 N /n [1, 5-a] t°p 




10 



T L C : R f 0.64_(^f-> : ftiJf^f-^- 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.41 (d, J = S.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, 3 = 8.7, 2.4Hz ; 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s : 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t : 
J = 7.2Hz, 6H) C 

mmm2 (197) 

8 - v'^n t>7 ^ ; - 2 - ^ f^- 3 - (2, 4-^no7i^) - 
6, 7-v?kKn-5H-^n^ [d] t'yy'u [1, 5-a] t°U 



15 



ci 



T L C : R f 0.57 : ftgai?7V= 3 : 1 ) ; 

202 



WO 02/053565 PCT/JP01/]]581 

I 

i 

NMR (300MHz!, CDC1 3 ) : 6 • 7:51 (d, J = 2:4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1, i'4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 

5 • 

mmm2 (19 8) 

8 -^^P k>7 - 2 - ^ f /b- 3 - au^/U) -6, 7 

-^tKD-5H-,^D^ [d] t°7V*T2 [l, 5- a] t°V 




10 TLC : R f 0.58 (^f"V : SK 31 ^= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) C 

15 mmm 2 (199) 

S-v^PfcVl-T 2-^^-3- (3-yf^7as^) -6, 7 

-^tFn-5H-^n^^ [d] k'^/P [1, 5-a] try 5^ 
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T L C : R f 0.61 (— =3f : ffl&=.J-;V= 3:1) ; 
NMR (300MHz 3 CDC1 3 ) : 6 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J - 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) C 

mmm 2 (200) 



8 -v^p tVKT^ J- 2-^A— 3 - (2-^/V7i-/V) -6, 7 
10 -^tKn-5H-^n^ [d] M'yy'xi [i, 5-a] t"!) v^V 



T L C : R f 0.56 {^-fV : %£^3l^;V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 





Ife^iJ 2 (201) 
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PCT/JP01/11581 



8- (N-^n fcVW-N- [d] X , 3 -i?**y 7 is- 5 -< <A0 

-6, 7-ytKo-5H-^P^ [d] t'yy'P [1, 5-a] t c 





OCH 3 



TLC : R f 0.31 (^*-f> : gfc$g:c^vV= 3 :1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.18 (d, J = 8. 1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 



mtfaM 2 (2 0 2) 

8- (N-r/ntvw-N- (-<^y^ [d] 1, 3-^y7^-5 — fA-) 
^ fvl^T 5: / ) -2-^fvU-3- (2-^PO-4-n^7i^H 
15 -6, 7-^tFn-5H-^n^ [d] t^y'n [1, 5-a] t° 
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T L C : R f 0.38 (^drf-^ : ffl&^jv= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, ]H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (rii, 2H), 
1.74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

Hjjffi]2 (2 0 3) 

8- (3-^yW5/) -2-^^-3- (2-^f;V7i-;V) - 
10 6, 7-i?tKo-5H-^o^ [d] k^y'n [l, 5-a] fJJ 




206 
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I 



TLC :Rf 0.39 : ffl&^jV= 3. : 1 ) 



NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.18 (m, 4H), 6.23 (d, J - 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 



3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) 0 

5 ' 

mmm 2 (204) 

8- (3 -^y^/ur^ /) -2-^^-3- o-^f^i^v) - 

6, 7-5?kKn-i5H-^DX^ [d] fc^/n [1, 5-a] fJJ 



TLC : R f 0.45 (^3rU"> : ft»ai^= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) C 

mtm 2 (2 0 5) 



8- (3— <^VKT^/) -2-* f-yu- 3 - (4 -^Tvl/? - 
6, 7-v?tKn-5H-^n^ [d] [l, 5-a] 

20 5 i?> 



10 
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T L C : R f 0.47 (^rif^ : Wk^^- 3:1); 
NMR(300MHz. CDC1 3 ) : 6 7.57 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J = 7.2Hz, 6H) 0 

i 

mm\ 2 (2 0 6) 

10 \>*x/y -6, 7-^fcKn-5H-^n^ [d]t°r/p 

[i, 5 -a] t°y %w-mm 




och 3 



T L C : R f 0.10 : ^m^;V= 3:1) 



208 
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PCT/JP01/1158] 



NMR (300MHz, CDC1 3 ): 8 7.26 - 7.16 (m, 1H), 6.83 (m, 1H), 6.84 - 6.76.(m : 1H); 
3.97 (m, 1H), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H) 5 
2.28 (m, 2H), 1.95 - 1.44 (m, 4H), 1.11 - 0.99 (m, 6H) C 

5 2 (2 0 7) 

8- (N--7°p fcVV-N- (-Oy* [d] 1, 3-^^yyy-5-- ifV) 
^f^T^y) - 3 - (2-^np-4-^ h ^ -/w) 

-5, 7-i?tKn-7D [3,'4-d] fc°7 s /p [l, 5- a] fc° U ? i? 



T L C : R f 0.40 (^=¥1^ : ^|$zrf-;i,= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
1 5 2H), 0.95 (t, J = 7.2Hz, 3H) C 

mmm2 (208) 




10 



OCH3 
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. ill* 

I 

I 

- (2-^/V-4-p< Y**y7^=:;V) -6, 7 - i?fc Kd - 5 H- i/<? 
us<l/%; [,d ] M°y 9x2 [ l , 5 - a ] b° ]) ; v?> 




TLC:Rf 0.58 ^rl^ : S|xf;V= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H),' 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0.18 (m, 2H) D 

10 2 (2 0 9) 

8- (N-^^^-N-V^PyPtVM^/KTS;/) -2-^^/1—3 
- (2-^dp-4-^ b^^x^U) -6, 7-i^tKo-5H-^ 
[d] t°7y'n [1, 5- a] f^v'y-Sit 



210 
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T L C : R f 0.56 (-^^r^^ : 2:1); 
NMR(300MHz : CDC1 3 ) : 6 7.25 - 7.43 (m 3 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7; 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) 0 

mmm 2 (210) 

8- (N-^^vVl^-N--^ P7"p \f;V*?-;VT 5; /) -2-p<^A— 3 
10 - (2-^pp-4-^ h^i/7i^) -5, 7-v?tKo-7D [3, 
4 - d ] t^y'n [ 1 , 5 - a ] t° JJ 5 i?> • &g£^ 
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T L C : R f 0.47 (^t^ : f^zcf-/u= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.26 - 7.45 (m, 6H), 7.09 (d, 3 = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, 1H), 5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) C 



ij 2 (211) 



8- (N-^/V-N- {Z-y^-jV) 75/) -2-/ f-/^- 3 - (2 
* [d] t^y'P [1, 5-a] ey^i^ 




10 OCH 3 



T L C : R f 0.38 C^f-^ : >V= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J - 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

mmm 2 (212) * 



8- (3-^^75/) - 2-^5vU- 3 - (2-^^-4 -7/^ 
n^^/P) -6, 7-5?kKo-5H-^o^ [d] t°7^n [1, 

20 5-a] try ^v^y • &ft£ 
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TLC : R.f 0.44 fr= 3 : 1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (bit, J = 8.1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2.12 (s) total 5H 1 85 - 1.60 (m, 4H), 0.95 - 0.85 (m, 6H) D 

mmm 2 (213) 

8- (3-^yW?y) -2-/T/^~3- (2, 5-^db7i = 
JV) -6, 7-v>fc Kn-5H-^o^ [d] [ 1 , 5- a] 

10 k'y^^-Iil 




T L C : R f 0.46 (^^y : ftSfe*?7V= 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 8 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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I 

2.32 (s, 3H), 2.25 - 2.10 (m, 2H),1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H)„ 

mtm 2 (214) ! 

I, 

8- (3— <y^/UT^y) -2-^^/1—3- (2, Y*i/y ^ 

5 -t6, 7 7 i/tKo-5H-^n^ [d] fc°7 N /n [l, 5- 

a] h°y v^-Jt^ 




TLC:Rf 0.43 (^^ri^^ : @^oifvU-= l:l); 
NMR (300MHz, DMSO-d 6 ) : 8 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (brt, 
J = 8.1Hz, 2H), 2.99 (brt, J - 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

2 (215) 

15 8- - 2 -7<fvV- 3 - (2-7/W^"D-4 -^f" 

/H7:*=/lO -6, KD-5H-^n-<y^ [d] kyy'o [l, 

5- a] fc°i) v7> -iii 
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TLC:R f 0.43 (^=¥1^ : ffl&zzj-/\s= 3 : l) ; 
N MR (300MHz, DMSO-d 6 ) : 6 9.20 - 9.00 (m : 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, 1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-d 6 ), 3.14 (brt, J = 7.8Hz, 2H), 2.99 (brt, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.1 8 (quint, J = 7.8Hz, 2H), 1 .83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C , 

mm 2 (216) 

8- (N-^/W-N- T%J) -2-^A—3- (2 

10 f^^i^) -6, Ko-5H-^n^ 

^ [d] fyi/o [1, 5- a] t°!) 



T L C : R f 0.80 (^f^ : |^^f-/^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 




OCH 3 
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(dd, J = 8.7, 2.4Hz, lH), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t : J 
= 7.5Hz, 2HV2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 



mmw2 (2 it) 

8- (N-^^-N- (2-7^=-M -2-^^-3- (2 

-^od-4-^^'>7i-;>) - 5, 7-^tFn-7D [3, 4 — d] 



T L C : R f 0.78 : H^n^= 1:1) ; 

NMR(300MHz ; CDC1 3 ) : d 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H) ; 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
1 5 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 

mm\ 2 (218) 



8- (3-^f^-2-^W5/) -2-^^-3- 
A-tY^sy^—JV) -6, Kn-5H-^n^y^ [d] t° 

20 [1, 5-a] h"!)^^- MBM. 



fy^D [1, 5 -.a] t'y^v^ 




och 3 
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OCH 3 

i 

TLC : R f 0.36 '(^rl^ : H^cfv^= 3 : 1) ; 
NMR(300MH^ CDC1 3 ) : 8 7.45 (brd, J = 10,2Hz, 1H), 7.11 (dd J = 4.2, S.4Hz, 
1H), 6.89 (d 3 J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (1, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05-1.14 (m, 6H) 0 

HMffiJ 2 (219) 

8- (l-^D^i//kzW^) -2-^^-3- (2-^^ 
10 -4-^ h^^7x=:;l/) -6, 7-i?bFo-5H-^P^ [d] 
[l, 5- a] t°y^^^-m^m 




OCH 3 
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TLC : R f 0.36 (^f-> : ^3if-/V= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.1()'(d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), , 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37(m, 5H) 0 

mm 2 (2 2 0) 

8- ( 2 —Xlsf-iVT ^ / ) -2-^^-3- (2— > h^r 
10 -6, 7-i?tKn-5H-^n^ [d] t°7^/n [l, 

5 -a] eu^y- mmm. 



T L C : R f 0.36 (^df-jf^ : M^fvV= 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J - 2.7Hz, 1H), 6.81 (dd, J - 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m,3H) D 

20 |ii 2 (221) 




OCH 3 
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-yy^=.;V) -6, 7-^tFn-5H-^n^ [d] t'^/n [1, 

5 -a] t°y %*?>-wm> 



T L C : R f 0.43 : BlktfVl^ 3:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) C 

mmm 2 (222) 

8- (1 h*is- 2 -yn tVl^T^ J) - 2 - ^ fvu- 3 - (2-^ 
jV-A-^ Y*i/7oL~;V) -6, 7-v>t Fd-5H-^d^ [d] 

t°7/n [1, 5-a] k°u -mmm 




OCH3 
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T L C : R f 0.30 : ^^^;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7.10 (d, J = S.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2:7, 8.7Hz, 1H) ; 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49 (d, J = 6.6Hz,3H) 0 

%M®\ 2 (2 2.3) 

10 8- J) - 3 - (2-^^-4-^h^ 

^7*=^) -6, 7-^tKP-5H-^n^ [d] t 0 yy'n [l, 

5- a] t°y -mm 




och 3 



T L C : R f 0.60 : B=g|3L^vv= 2:1) ; 
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I 

NMR(300MHz', CDC1 3 ) : 5 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.1Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H),'3:50 (brt, J - 7.2Hz, 2H), 3.15 (t, J = 6.6Hz, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 
5 1.26 - 1.45 (m, 8H), 0.90 (m,3H) c . 

mm\2' (2 2 4) 

8- (1, 2, 3, ,4-Tf7kKot7^1/y-l— f/l') 7^-2- 
(2 -y ^vi*-- 4 Y^-iyy -6, 7-v/tKP- 

10 5H-^o^^ [d] t°7^n [1, 5 -a] t'y^v^ 




OCH 3 

T L C : R f 0.16 (^f-V : BM^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H) 0 

HjjffJ 2 (2 2 5) 
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8- ( (IS, 2S, 3S, 5R) -2, 6, 6-MJ>f;l/t^P [3. 
1. 1] -3-^7°^) 7^;-2-^f/V-3- (2-^^/1—4- ^ 
F^i/7i^) -6, 7-^kKn-5H-^D^ [d] t°7 s /p, 
[1, 5 -a] fcTJJ 5 




T L C : R f 0.25 (^1^ : gj^^^vl^ 3:1); 
NMR(300MHz, CDCI 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J - 2.4Hz, 1H), 6:78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) D 



mi&M 2 (2 2 6) 

8- -2-^^-3- (2-^^-4-^0 

15 7x^;k) -6, 7-^tFa-5H-^n^ [d] [l, 
5 - a] t°D 5; *?y 
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CH 



CI 



T L C : R f 0.41 : SM^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1.92 - 1.40 (m, 4H), 1.06 (t, J = 7.2Hz, 6H) Q 

mmm 2 (227) 

8- (3-^.^7 5/ ) -2-/ =f-)V- 3 ~ (2, Y*=s7 ^ 

-6, 7-i?tKn-5H-^o^ [d] [l, 5- 

10 a] try 5: • 



T L C : R f 0.52 {^^r> : gHfccfy>= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H) 5 

i 

1.05 (t, J = 7.5Hz, 6H) C 

mmm 2 (228) 



5 8- (3— <^J-;vr^/) -2-/^/^-3- (2-/ Y^i/y'^-jV) 
-6, 7-^tKn-5H-^P^y^ [d] fc°yy*P [l, 5-a] 



TLC : R f 0.24 (^Mf!/ : §^^5^=3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz ; 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1 .05 (t, J = 7.5Hz, 
6H) D 

15 H»(l 2 (2 2 9) 

8 — P y°u tVM f-jVT ^ J - 2 J-;v- 3 - ( 2 =f)V- 4 - 

/ F^V7z^) -5, 7 -i/H }?n-7v [3, 4-d] [1, 

5-a] t°y *i?y -mmm. 
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O 




TLC:R f 0.46 (^MfV : ft&ccfvl^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.87 (m, 1H), 7.11 (d. J = 8.7Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H) : 6.82 (dd, J = 2.7, 8.7riz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), I 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, ' 
4H) 0 

mtmi2 (2 3 0) 

8- (N-y^-N-^^T^ 7) -2-^^-3- (2-^^V- 
10 4-p< Y**sy^~M -5, 7-v?tKn-7n [3, 4-d] 
[1, 5- a] 



TLC : R f 0.49 (^f->" : 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 

225 




OCH 3 



WO 02/053565 



PCT/JP01/H581 





I 

i 

(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H), 
2.29 (s, 3H),.g.l9 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 1 3H), 1.44 (m, 2H), 1.02 (t, 
J-6.9Hz,3H) D 

5 Hftfeffi] 2(231) 

8 - 1 tVKT^ y) -2-^^-3- (2-y^/P 

-4-^F^r^7x^) -5, 7-i/tKP-7n [3, 4-d] \fy9 




och 3 



10 T L C : R f 0.54 : i^xf^= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 5 7.10 (d, J - 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 

H»] 2 (2 3 2) 

8- (N, N-i?-7v tVl^T^ /) -2-^f^-3- (2-y^/W-4- 
y -5, [3, 4-d] [1, 

5- a] t°U 5 • £R& 
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OCH 



T L C : R f 0.51 l^-fy : $m^/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H) : 6.89 (d, J = 3.0Hz, 1H) ; 6.82 
(dd, J = 3.0, 8.4Hz, 1H), 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2.19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

mmm 2 (233) 

8- (N-^Vv-N- (4-tFn^>W) 7$S) -Z-*f-?V- 
3- (2-^^-4-^ hZ-isy*—/^) -6, KO-5H-V- 
10 ^p-<^ [d] k^/o [1, 5 -a] k°!) v^y-Mt 



TLC : R f 0.29 : |^^,v= i : 2) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2.17 (s, 




OCH 3 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t J = 7.2Hz, 3H) 0 

mmm 2 (234) 

8 -If* {l-tY^is^tV) T^y- 3 - (2-^nn- 

5 4-^ h^S^a^/l/) -5, 7-S?kKn-7n [3, 4-d] t^y'p 

[i, 5 -a] try -ifiotttt 




OCH 3 



T L C : R f 0.35 (^$-f> : j&gfjcfvl^ 1:2); 
NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, ]H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H)„ 

Hjjgll 2 (2 3 5) 

8- (3-^W5y) -2-^^-3- (2-t< h=¥V-5-^y 
15 /Pt^ss/l') -6, 7-^kFo-5H-^P^ [d] t°7^ 
n [i, 5 -a] t°y SS^-JftSNfi 
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T L C : R f 0.36 : fr= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.23 (dd, 3 = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 . 
(m, 4H), 1 .26 (d, J = 6.9Hz, 6H), 1 .04 (t, 3 = 7.5Hz, 6H)„ 

jjj 2 (2 3 6) 

8- (3-^yf;V75y) -2-^^-3- (2 -J Y^-i/- 5 -7 ?V 
10 jP7i-/l/) -6, 7-i?t Kn-5H-^o^ [d] fc°7^n [l, 
5 — a J t°IJ K ^ ' 




T L C : R f 0.26 > : f^Ji^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (in, 2H), 3.12 (t, J = 7.2Hz : 2H); 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 



5 8- (N-T^V-N- (4--7sl-jru7 ^J-;U7K/) -2-* 

f-jV-Z- (2-f no- 5 Y**y7^=-jV) -6, 7-^tKn-5 
\\-*y?X2^y? [d] h'yy'u [l, 5 -a] f^^y-MI 



T L C : R f 0.40 (^^f- V : %$^^J-j]/= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m ; 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) 0 

HMffiJ 2 (2 3 8) 

15 8- (N-^^-N- {A -yjViruy^-jU) ^^-)VTXJ) - 2 

(2-^DD-4-n^>7x^) -5, 7-^kKn-7 
n [3, 4-d] bf^/o [1, 5 -a] tf U $ v 5 ^ • fit 



2H), 1.90- 1^0,(111, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 





OCH3 
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F 




OCH 3 



T L C : R f 0.20 (^i^ : I^^f"/^= 3:1); 
NMR(300MHz 5 CDC1 3 ): 6 7.40 - 7.26 (m, 3H), 7.12 (brd, 3 = 7.8Hz, 2H), 7.09 (d, 
J - 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H) : 
5 3.70 (m, 2H), 2.37 (s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) 0 

mnm 2 (239) 

8- (N-^/l'-N- (4-7;^n7i^) -2-^ 
?7U-3- (2-^^U-4 -5, 7-S?tKB-7 
10 p [3, 4-d] ^'/n [1, 5-a] t° ]J 5 v> :/ • ±&^m 
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OCH 3 



TLC : R f 0.28 : WM^^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m 5 
3H) 0 

mmm2 (240) 

8- (3 — <yf-^r^y) -2-tJ-jV- 3 - ( 2 Y*-s- 5 p 

10 n7i-;l/) -6, 7-S/tKn-5H-^D^ [d] t7^o [l, 
5 - a] b°y $ i>> • 
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TLC : R f. 0.26 (^^^ •: %m^^= 3 : 1 ) 



NMR(300]\£Hz, CDC1 3 ) : 6 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3,0Hz) total.2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1 .90 - 1 .40 (m, 4H), 1 .05 (t, J = 7.5Hz, 6H) C 

1 

/ 

1 

mMM2' (241) 



8- (N-^/U-.N- (2-y^])/U) T^y) -2-^f-JU-3- (2 
- / J-Jls- 4 - jt Y^'yy -5,'.7-v > tKD-7B [3, 4-dj 

10 k°7 V° n [ 1 , • 5 - a ] fc° P 5 i» • 

•HQ 



T L C : R f 0.37 : m&^^= 2:1) ; 

NMR(300MHz, CDCI3) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1 .90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3H) 0 

gMLg (2 4 2) 

8- (N-ynfcVu-N- (2-^y/V) 75/) -2-^f^-3- (2 
-^^-4-^^71^) -5, 7-v?kFn-7n [3, 4-d] 
20 M'y^n [l, 5 -a] * JJ 5 • ttlt* 





OCH3 
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TLC : R f 0.47 : ^i|xf/U= 2 : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
5 3.83 (s, 3H), 2.3 1 (s, 3H), 2. 1 8 (s, 3H), 1 .94 (m, 2H), 1 . 89 (t, J = 2.7Hz, 3H), 1 .05 (t, 
J = 7.2Hz, 3H) 0 

MMM 2 (2 4 3) 

8- (N-^ntVU-N- (4-*=3-}V=mr7aL=^;\,) ^f;l/7^/) -2 
10 (2 — * f^V7o:^) -5, 

-7B [3, 4-d] k'7^n [l, 5- a] t°y v^y-ISl 

SCHg 




OCH3 
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T L C : R f 0.45 : ffcS^-fvl^ 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Rz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), 1 .84 (m, 2H), 0.97 (t, J = 7.2Hz, 3H) C 

ISi 2 (2 4 4) 



8- (N-ynfcVl'-N- (X^/ [d] 1, 3 - i?**y 7 >~ 5 -4^) 
/ fvWT 5; / ) -2-^^-3- (2-/^/^-4-^ f^^x^) 
10 -5, 7-v>tKo-7D [3, 4-d] t°yy'n [l, 5-a] fc° D 5 2* 

> • mm 



T L C : R f 0.45 (^*cVy : g^^,u= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 
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(2 4,5) 

8- (N—^vVlz-N-v'^ p/d Wf^7 5; / ) -2-^^-3 
- (2-^/^-4-;* -5, 7-^tFo-7P [3, 

4-d] M'yV** [1, , 5- a] fy Si? 




T L C : R f 0^47 : ft&^fvl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
1 0 1H), 0.69 (m, 2H), 0.24 (m, 2H) D 



mmm 2 (2 4 6) 

8- (N-^nyn Wf/U-N- (4- h y y ^ ^-;vy ^=.;V) 

15 -6, 7-^kKo-5H-i/^n^y^ [d] t°7/o [1, 5- a] t° 

y ^ • mm& 
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OCH 3 

T L C : R f 0.48 : I^@£ol^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.62 (brd, J = 7.8Hz ; 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54"(m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) 0 

mmm 2 (247) 

10 ^f;V7^) -2-^^-3- (2-^na-4-n^7x-;H 
-5, 7-v i tKn-7P [3, 4-d] My^Jn [ 1 , 5- a] b^^i/ 
^ • ^» 
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O 



T L C : R f 0.42 (^^rf-> : @^m^= 2:1); 
NMR (300MHz, CDC1 3 ) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, 3 = 2.4Hz, 1H), 6.95 (dd, 3 = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0. 1 4 (m, 2H) 0 

mmm 2 (2 4 8) 



8- (N-^pynWf;V-N- (4 — b >J 7^tn> f/l/7s.=/l') 
-5, 7-^kKn-7P [3, 4-d] fyy'o [1, 5 -a] t 0 !)^ 
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OCH 3 



T L C : R f 0.42 (^f"^ : gfcgfcoi?vV= 2:1) ; 
NM R (300MHz, CDCI3) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) 0 

mmm 2 (249) 

8- (N-T'PtV^-N- (4->7;7xr:;l/) -2-* 
10 3- (2-^^-4-^ h^-yy^-zW -5, 7-^tKo-7 

p [3, 4-d] t°^y'p [i, 5-a] t°y 5; v 5 ^ • mm. 
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OCH 3 



TLC:Rf 0.29 : gfcg^^vi^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.66 (brd, .1 = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d. J = 8.4Hz, 1H), 6.88 (d ; J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 (brs, 2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74- 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) 0 

mmm2 (2 5 0) 

8- (N-v'^nyok>-N- (4-7;l/tn7x=;l/) 
10 -2-^^-3- (2-^nn-4-^^7x-;l/) -5, 7 -v^t 
KO-7B [3, 4-d] t°7^o [1, 5 -a] t^^^^-M^ 
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F 




OCH 3 



TLC : R f 0.40 : gtS£^^= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : S 7.32 (d, J = 8.4Hz, 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) C 

Hi 2 (251) 

8- (N-i^ n/n tVV-N- (4-7/^D7x-;V) ^fvl'TS;/) 
-2-^^~3- (2-/^-4-yK'>7x^) -5, 7-v/t 
10 Kn-7o [3, 4-d] t°y/n [l, 5 -a] t° ]} ^ v>> • 4£g£i£ 
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F 




T L C : R f 0.44. : g^3cf-^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, 1H), 2.38 (s, 3H), 2. 1 8 (s, 3H), 0.90 - 0.80 (m, 4H) C 

»|2 (2 5 2) 

8- (N-v-^ uyn tVl^^Fvu-N- (4-7;^P7 3:^) T^^JVT 
-2-t<^^-3- (2-^f;V-4-^KV7i^) -5, 7 
10 -v>t Fn-7P [3, 4-d] t"r/o [1, 5 -a] If U S • £8£ 
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OCH 3 



T L C : R f 0.49 <^*'fr> : ffiE&:n?vw= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H), 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m,- 2H), 2:32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28- 0.18 (m,2H) 0 

mmm 2 (253) 

8- (N-^otf/V-N- (2-t< h^v'^/k) T^/) -2-^^- 
10 3 - (2-^no-4-^ h^-y7i^) - 5, 7-> ! tKP-7P [3, 

4-d] t o y/D [1, 5 -a] vv $>>y 




0CH3 
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T L C : R f 0.35 i^^-f^ : g^|ac.^vv= 2:1) ; 
NMR(300MHz : CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.SHz, 1H), 5.23 (s,, 
2H), 4.38 - 4.22 (m, 2H) 5 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1 .01 (t, J = 7.5Hz, 3H) C 

MMM 2 (2 5 4) 

8- (N-^ntV^-N- Y^"y^)V) T % J) 

3- (2 Y^i/s^^/V) -5, 7-^tFo-7D [ 3 .. 

io 4-d] t^yo [i, 5 -a] t°y -mmm. 



T L C : R f 0.33 : ^^=c^-jv= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7. 1 1 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) 0 



8- (3— <yW5y) -2-^^-7^-3- (2-^^-4-^7; 
20 7^^;v) -6, 7-^kKD-5H-^a^ [d] k^^/p [l, 




OCH 3 
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5 -a] try • 




T L C : R f 0.45 (^rf-> : 8^®^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (bit, J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) D 

mmm 2 (250 

10 8- (N-7*n fcVW-N- (2-^ h#?/xf/W) 75/) -2-^^/V- 
3- (2-^oo-5-^^7*=/l') -6, 7 -v?fc Kp- 5H — -> 
^n^* [d] t c 7^n [1, 5-a] ¥)) $i?l"mm 




0CH3 



T L C : R f 0.46 (^1^ : ffl&^fvl^ 2:1) 
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NMR (300MHz, CDC1 3 ) : b 7.34 (brd, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6,91 (5n,,lH), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m; 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H)o 



10 



15 



Wfeffl 2 (2 5 7) 

8- (N-^fvK-N- (4-^^*7*=^) ff-JVT^J) -2- 
j*?W-3- (2-^on-4-n^7i^) -6, 
5H-y^P^ [d] h 0 ^yp [1, 5 -a] t°}) • mm 

SCH 3 




HQ 




OCH, 



TLC:Rf 0.42 : RE^c^yl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) 0 

mmm2 (2 5 8) 

8- (N-^^/V-N- (4-^^^±y t^/VT^y) -2- 

^^/^-3- (2-^nn-4-7< b^i^oi-yi/) -5, 7 Kn- 
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7D [3, 4-d] t e 7y*D [1, 5 -a] t y ^ v> • *£&4g , 



TLC:Rf 0.35 : ^^x.^-jV— 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1 .42 (t, J = 6.9Hz, 3H) 0 

mmm 2 (259) 



10 8- (n-^a—n- (4-^^71^) y -2- 

^^-3- (2-^^-4-^ b^v^^/V) -5, 
7D [3, 4-d] M'y^n [l, 5-a] fcTJJ 5 - &H4£ 




SCH 3 



OCH 3 




247 



WO 02/053565 



PCT/JP01/]]581 



SCH, 




HC1 




T L C : R f 0.40 (^^rl^ : |£If^;V= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.28 (brd, 3 - 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) D 



10 



MMM 2 (2 6 0) 

-6, 7-^tKD-5H-^D^ [ d ] tyy'n [l, 5-a] t° 




sch 3 
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T L C : R f 6.'46 : ffl&^JV= 3. : 1 ) ; 

NMR(3MMHz, CDC1 3 ) : 6 7.52 (d, J = S.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz,' 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J - 7.8Hz, 2H), 3.13 (t,'J = 7.8Hz, 
2H), 2.52 (s, 3H), 2:49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J=7.2Hz,>6H)o 

t 

I 

HMff]2' (2 6 LL 

8- (N-^/l^-N- (2-;* h^v^^vU) 757) -2-^^-3 
- (2 4-/ Y^S7ol~}V) -5, .7-5?tKo-7P [3, 
10 4-d] f7/D [1, 5 -a] fcTJJ $S?J" 




0CH3 



TLC : R f 0.61 {^*-f> : mm^?-/U= 1:2) ; 
NMR (300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) C 

mmm2 (262) 

8- (3— <l/J-/V7*;) -2-^^-3- (4-^W?;7x 
20 -6, 7-i/kFn-5H-^n^ [d] fc°7 N /a [1, 5- 
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a] vy$*?y-fflm 




HN 




N(CH 3 ) 2 



T L C : R f 0.57 (^^rf-V : ft|gj.^/U= 1:1) ; 1 
NMR (300MHz, CDC1 3 ) : 5 7.72 (d, J = 7.8Hz ; 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H) ; 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03,(t, J = 
7.5Hz, 6H) 0 



Hi 2 (2 6 3) 

10 8- (N-^n/nk°/Mf/l'-N-7 I D tV^7 5;/) -2-^/1^-3 
- (2 ^vV- 4 7^-/1/) -5, 7-v f fcKn-:7P [3, 
4-d] t°7/p [1, 5- a] t'JJv^.jgit 





OCH 3 



T L C : R f 0.55 (^^V : @^£^/U= 2:1) 
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NMR(300MRz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz ; 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, 2.4Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3H), 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, J = 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 

5 

2 (2 6 4) 



8- (N-7°o fc°A~N- (5-^/1/77^-2 — f/lO ^f/l/7^) 
-2-^^-3- (2-^DO-4-^^f->7i^) -5, 
Kn-7D [3, 4-d] k'^/n [l, 5-a] 



T L C : R f 0.47 i^-fy : W^^= 2:1) ; 
NMR(300MHz, CDCI 3 ) : 8 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

MMM 2 (2 6 5) 

8- (N-^n fcVl^-N- (5-^^77^-2-^/^ ^f/l/7U) 





OCH 3 
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- 2-^^-3 - (2 Y**S7^~;V) -5, 



5 NMR(300MHz ; CDC1 3 ) : 6 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1.67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

10 W&m 2 (2 6 6) 

8- (N-i/^P7'otVMf/>-N- (2-^ h^v-^^) 7^/) - 
2-^5^-3- (2 -?<5vP-4 -5, 7-v 5 tK 
P-7P [3, 4-d] [1, 5 -a] t^^v'y-ilil 



Kn-7P,[3, 4-d] [l,v5-a] b°!J^v> 




OCH 3 



T L C : R f 0.49 : 2:1) 



252 
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1 




T L C : R f 0.29 i^^-y : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90 (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H) 3 0.22 (m, 2H) 0 



mtm\2 (2 6 7) 

8- (N-^ntW-N- (4-MJ 7;^n^f/^v'7x^) p< ^ 
10 ^7^/) -2-^^-3- (2-^^-4-^ h^rv-7oi-;U) -5, 
7-v^tKP-7P [3, 4-d] f^'o [1, 5- a] t°y^v^-ik 



OCF 3 
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T L C : R f 0.51 : ffcgfcrcfvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J - 8.4, 2.4Hz, 1H), 5.13, 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s,3H), 1.64 (m,2H), 0.90 (t, J = 7.2Hz, 3H) 0 

mmn 2 (2 6 8) 

8- (N-yntVu-N- (4 -y;V^u 7 )V) /^-/UT^J) -2- 
^^A--3- (2 -^^-4-^ -5, 
10 7u [3, 4-d] t°7y'n [1, 5-a] lf!J5^'i8j| 



T L C : R f 0.53 : ft|tec?vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H) C 

H»] 2 (2 6 9) 




OCH 3 




254 
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I 

8- ( 3 5 J ) -2-^f^-3r'(2-^ntJ-4->^ 

ft7x^) ! -6, 7-i?fc Fd-5H-^d^ [d] t c 7^n Cl, 

5- a] w^/v-mm. 




5 T L C : R f 0.64 (^f-^ : ^m^jv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H) : 
1 .94 - 1 .64 (m, 4H), 1.10 - 1.00 (m, 6H) 0 

10 MMW 2 (2 7 0) 

8- (N-i/^D^ntVMfA-N- (2-^-^) T ^ J) -2-* 
f-jU-3- {Z-J-^fr-A-tY^^y^-JV) -5, 7-v?tKn-7 

p [3, 4-d] fr/o [i, 5- a] try$i?^-itsyfi: 




och 3 
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T L C : R f 0.52 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, , 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 



8- (N- (2-^ Y*i/^?-/V) — N — (2-7*?-~^) T^y) -2- 
t^jV-Z- {2-?LJ-;V- A-* F^rV7^^) -5, 
10 7D [ 3 , 4 - d ] t°7 y o [ 1 , 5 - a ] fc° I? 5 • 



T L C : R f 0.29 (^P-fri' : g^^5v^= 2:1) ; 
NM R (300MHz. CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8. 1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1 .85 (s, 3H) C 

mt&W 2 (2 7 2) 



8- (N- (2-^ b^r^xf/U) -N- (2-7*^-~^) 7 5/ ) -2- 
7*^-3- (2-^pp-4-^^7i^) -5, 
20 7D [3, 4-d] t"7yp [1, 5- a] fc° y 5 v>>" • 



5 2H) G 





OCH3 
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H 3 CO 




OCH3 



TLC : R f 0.39 (^-^y :.BM^^= 2, : l) ; 

NMR (300MHz, CDC1 5 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz : 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz ; 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) C 

mm2' (273) 

8- (N- (2-* Y^iyaL^jv) — N — (2-^=/U) T^/) -2- 
(2-^no-4-^ h^x-A') -6, 7-^/tKo- 
10 5H-^d^ [d] k'7^P [1, 5 -a] \? 9 5. Z» • 



T L C : R f 0.44 : ft|Jfatf-/V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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7.2Hz, 2H), 1.86 (t; ( J - 2.4Hz, 3H) 0 

mm\ 2 (274) . 

8- (N-r/n tVl^-N- (5-^W7>-,2W/l') ^ fvl'T ^ J ) 
5 -2-^^-3- (2-^oP-4-/h*;/7i=;V) -6, 7-v>t 
Kd-5H-^o^ [d] t°?y'p [1, 5- a] t°y 




OCH 3 



T L C : R f 0.53 : IM^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (m, 2H), 1.62 (ra, 2H), 0.91 (t, J = 7.5Hz, 3H) 0 

HjfcffJ 2 (2 7 5) 

15 8- }f;VT% J) -2-^^-3- (2 

bdri/7m=. )V) -6, 7 - v^fc Ko - 5 H— u^<y 
? [d] \?7V*Ti [l, 5- a] f 9 5 • Jfi&Jfi 
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-CH 3 



CI 



OCH 3 



T L C : R f 0.49 (^^^ : H^:x^,v= 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = J4.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s ; 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m, 1H), 2.37 (s ; 3H), 2.21 (m, 
2H), 1.20- 0:92 (m,4H) 0 

mm®) 2 (276) 



8- (N-^^vvV-N-v/^ n-fu \fjVT% J) 3- (2 

10 b^7x=:;i/) -5, 7-^kKo-7o [3, 4-d] 

b'yy'P [ 1 , 5 - a ] f JJ $ i?> • 





OCH3 
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T L C : R f 0.42 {^-fy : jgft£=.?-;U= 2:1) 



NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 



7.09 (m, 2H), 7.08 (d, 3 = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H) S , 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m ; 
5 4H) C 

mm 2 (2 7 7) 

8- (N— <^v 5 /W-N-v'^ d^d fcVVT? J) -2- (2 
f^ry7i^) -5, KB-7B [3, 4-d] 

io t'7y ! n [i, 5-a] $z?y -mmm. 



T L C : R f 0.40 (^-fy : ^k^)V= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J - 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) 0 

2 (2 7 8) 




OCH 3 
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8- (N-^u/ntVMf/U-N- (2-^ h^ri/zLf-fr) T^J) ~ 
2-^J-A<- 3 - (2 n p-4 - * h^^y^=-;U) -5, 7-v>fcK 
n-yn [3, 4-d] t'7y'n [l, 5-a] W 




OCH 3 



T L C : R f 0.30 : Sl^f^= 2:1); 

NMR(300MHz ; CDC1 3 ) : 5 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 

(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 

3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 

2H) C 

MMM 2 (2 7 9) 

8- (N-^^d/d tVMf^-N- (2 h^v^^/W) T^/) - 
2-^^-3- (2-? h*^7^~;U) -6, 7-ytK 

n-5H-i/^^ [d] k'r/n [ 1 , 5-a] t° !) ^ v> ^ • 




OCH3 
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TLC : R f 0.33 {^*r-fry< : ff.^x.f-jv^ 2. : 1) ; 
NMR (300MHz, CDCi 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7,08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H); 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz, 2H), 1 .09 (m, 1H), 0.65 (m, 2H), 0.3 1 (m, 2H) 0 

t ■ 

i 

MMM 2 (2 8 0) 



8- (3— O^/UT^y) -2-^^-3- (2-^ p p-4-7"'d^ 



T L C : R f 0.61 (-^1^ : mB^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.65 (d, J « 2.1Hz, 1H), 7.44 (dd, J - 2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J - 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) 0 

mmm 2 ( 2 s 1 ) 

8- (3 'y^sUT^/) - 2-yj-;U- 3 - (2, 5-^nn-4- 

20 t< b^v-^cc^^) -6, 7-vtKn-5H-^P^ [d] 

262 




^-/V) -6, Kn-5H-^n^>^ [d] t e 7y*n [l, 

10 5 -a] t°y 5; i?> 




Br 
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P [ 1 , 5 - a ] t c y $ v> 




jC 




T L C : R f 0.65 (^dff-^ : gt-gfca:?vU = 2:1) ; 
NMR(300MHz : CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s : 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m, 2H), 1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) G 

mmm 2 (282) 



8- -2-^^-3- (2, 5-^no-4- 

10 ^ h^V7 3i=>v) -5, 7-v ! tKD-7D [3, 4-d] t°7^o [1, 
5- a] t°Vm?> 




OCH 3 



T L C : R f 0.61 V : @»n^vW= 2:1) 
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I, 

NMR(300MHz; CDC1 3 ) : 5 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (br d, J = 10.5Hz, 1H), 
5.29 (m, 2H) P( 4.93 (mi 2H), 3.93 (s ; 3H), 3.24 (m, 1H), 2:36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t, J = 7.2Hz, 6H) C 

5 mtm\2 : (2 8 3) ., 

t • 

8 - '(N-^^P/Pt>-N- (4-^77 71^) / "f-J^T ^ J ) - 

i 

2 - ^ fvv- 3 - (2-^oo-4-^ h^i/7i=;v) -5, 7-i?fcK 
P-7D'[3, 4-d] t°7yn [1, 5-a] fc° D 5 v 5 ^ • 



CN 




OCH 3 



10 T L C : R f 0.26 (— : jS»xf;l/=2 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) 0 

15 mmM2 (2 8 4) 

8- (N-V^ D7"d tVV-N- (4-^T/^ai^^) ^^vKT^/) - 
2-^^-3- (2-^^-4-^ h^V7x^/I/) -5, 7-$?fc K 
P-7B [3, 4-d] fc°7 s /n [1, 5-a] k'y^^'lSH 
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OCH, 



T L C : R f 0:24 'O^Mf-i' : Bffl£n^vl/= 2:1) ; 
NMR(300MHz, CDG1 3 ) : 6 7.61 (d, J = 7.8Hz. 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 
5 (m, 2H), 5.25,;(s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) 0 



mmm 2 (2 8 5) 

8-^f/I/75;-2-^f^-3- (2-^no-4-^ 
10 )V) -6, 7-i/tKn-5H-^n^ [d] t°7^n [l, 5-a] 




OCH, 
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T L C : R f 0.66 (^1f>- : ffl&zi?-/\,= 2:1); 

i 

N MR (300MHz : CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2.1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, ■ 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
5 J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) C 

WMm 2 (2 8 6) 

M -5, 7-^tKo-7D [3, 4-d] t°yyp [l, 5-a] try 

io $z?^-m&& 



TLC : R f 0.63 : ffl&x.?-;V= 2:1) ; 

N MR (300MHz, CDC1 3 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
15 3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 

mmm 2 (2 8 7) 



20 4-^ fWx^) -6, 7-S?fcKn-5H-^n^ [d] fc° 




0CH3 
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yVn [i, 5- a] fcT ]) 5 v 5 V • 




OCH 3 



T L C : R f 0.26 C^f"^ : @^oi^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2.7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2,34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H)„ 

gljjffij 2 (2 8 8) 

10 8- (N-^^vi'-N-v^ X2-fu M'jV^^jVT 5: J) - 2 — J =?-';U— 3 - 

4- * y*%/7 -5, 7-v ; tKn-7P [3, 4 

-d] t^y'o [1, 5- a] t°y *i?> -mmm. 




OCH3 



TLC:Rf 0.49 {^-fls : RSfct^v^ 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.S1 (m, 2H), 3.69 (m, 2H), 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m, 2H),C24 (m, 2H) e 

,' I 

m&M2 (2 8 9) 

5 8- (N-xf/U-N- i/9 d^o ¥}V*^jV7* J) -2-^^-3- 
(2 -*?->V- 4 h^^^/W) -5, 7-^tKD-7P [3, 4 

i 

-d] t'yy'n [l, 5- a] t°D5:^^-^g^ 




OCH 3 



T L C : R f 0.50 : @^^,U= 2:1) ; 

10 NMR(300MHz, CDC1 3 ): 5 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) C 

§jg 2 (2 9 0) 

15 8- (N-^n^-N-v'^ a^n tVl^^^T^ 7) -2-^/^-3- 
(2-^0-4-^^71=/!/) -6, 7-^tKn-5H-^n 
[d] t'^/n [1, 5 -a] • mMIM. 
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. 41' 

I 




T L C : R f 0.51 (^l^ : &&^fr= 2 : 1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H) ; 3.84 (s, 3H), 3.77 (q, J = 7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) C 

mifom2 (2 9 1) 

10 2-^^/1^-3- (2-^uu-4-/ h^-i^y^^/U) -6, 7-v>tK 
0-5H->^^ [d] t°7>/n [1, 5 -a] 




OCH3 
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T L C : R f 0.29 i^-f> : Rflfc:t97U= 2:1); 
NMR (300MHz, DMSO-d 6 ) : 6 7.83 - 7.76 (m 3 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 (m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 
5 2H) 0 

Hjj#!]2 (2 9 2) 

8- (N-v^ n^P tVM ?vl— N- (4-^7/7i^) p< 5vKT 5 
/) - 2-/f/b-3- (2-^PP-4-^^^7i-/l/) -6, 7- 
10 ytFn-5H-y^o^ [d] t'y^D [l, 5 - a ] fc'JJ^y. 



CN 




OCH 3 



TLC : R f 0.37 i^-fy : St^f;P=2 : l) ; 
NMR (300MHz, CDC1 3 ) : <5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) 0 
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i 

i 

MMM 2 ( 2 9 3 ) 

7) - 2->^3-;U- 3- (2-^n-4-^K->7x^) -5, 7- 
^tFD-7D [3, 4-d] [1, 5-a] t t ^v 5 y-tit 




5 , OCH 3 

T L C : R f 0.21 (^l^ : @^rr^vk= 2. : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0.18 - 0.10 (m, 2H) 0 



mmm 2 (294) 

/) -2-7 9VU-3- (2-7^-4-7 f^v^^-A-) -5, 7- 
15 ^tKo-7n [3, 4-d] k'7y'n [l, 5-a] t° !1 5 i?y • MMfe 
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T L C : R f 0.37 i^-fy : ftB^?7V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.66 (d, J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = S.lHz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H) : 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (ra, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) C 



mmm 2 (295) 

8- (N-^ntVP-N- (Wi>-3-^^) ^W?/) -2- 
10 (2-^dp-4-^ f^^7x=;>) -5, 7-v>tKn- 

7n [3, 4-d] t'yy'u [ 1 , 5 -a] t°y^^^ 
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OCH 3 



T L C : R f 0.48 (^dff-^ : %fi&^J-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90 (t, J = 7.5Hz, 3H) C 

HjfeffJ 2 (2 9 6) 

8- (N-^PtVl^-N- (5-^^^^-^oi>-2--Y7l/) ^ ^VWT 5; 

10 /) -2-p<^-3- (2-^dd-4-^ v^c^y^^-;v) -5, 7- 
^Kd-7d [3, 4-d] f^/n [l, 5-a] t'U^v 5 ^ 




OCH3 
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T L C : R f 0:50 (^3r1f 1/ ,: ^BSt^/U= 2:1) 



NMR (300MHz, CDCI3) : 5 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 
(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H), 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H) ; 1.64 (m, 2H), 



5 0.92 (t, J = 7.5Hz, 3H) C 



mmm 2 (297) 



8- (N-^-N-^^ d^d kVV> W 5 7) -2-^^-3- 



(2-^pd-'4 -'^ h#v^7x=;v) -6, 7-t?kKP-5H-^P 



T L C : R f 0.61 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : b 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J - 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H) D 

%mm 2 (2 9 8) 



20 8- (N-^^vV-N-^ n/p /) -2-^^-3- 



io [d] t°7 v /p [i, 5- a] \?y ^mwtm. 




OCH 3 
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(2-^ D Y^i/yaL^ ;V) - 5, 7 -S^fc Kn-7P [3, 4 

-d] t"y^n [l, 5-a] * W • 



TLC : Rf 0.40. {^-fy : @^g£;n^vU= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1.70 (quint, J = 7.2Hz, 2H), 1.39 (sixt, J = 7.2Hz, 2H), 1.10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) D 

10 mmm 2 (299) 

8- CN-yjsU-N-i/? n7"a tV^ 5vKT 5: 7) -2-^fvW- 3- 
(2-^^-4 b^v-^^-zU) -5, 7-v ; tKP-7n [3, 4 

-d] t°7>/n [l, 5-a] t'Dv^y-M 




och 3 




OCH3 



15 T L C : R f 0.45 {^-f-y : It^^= 2 : I ) 
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NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, 2.1Hz, 1H), 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, , 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) C 



mum 2 (3oo) 

8- (N-y'n tVU-N- (ft7iy-3-^V) ^ -2- 
ff-jV-Z- (2-*^-^- 4- y*i/y -5, 7-i?kKo- 

7D [3, 4-d] t'7yP [1, 5-a] t°y?v>> 



T L C : R f 0.48 (^Mf^ : gfc|£ ^)V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) C 

H»] 2 (301) 

8- (N-^ntVu-N- (5-^^-/v^-^-y^y-2-^^) ^Tvi'TS 
y) -2-^f^-3- (2 ^-4-^ V^ri/7oi^;W) -5, 7 - 

276 



5 




10 
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'^k Kn-7o [3, 4-d] H'yVu [1, 5-a] t°y$;v^ 




T L C : R f 0.47 : %m^jv= 2:1) ; 

NM R {300MHz, CDC1 3 ) : 5 7. 1 8 (d, J = 8.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.8 1 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H) : 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

gjjjg! 2 (3 0 2) 

10 8- (3-^^f-^T^y) -2-^^-3- (2-^pp-4-i^ 
i/*;^'^;U7x-^) -6, Fp-5H-^d^ [d] h° 

r/o [ i , 5 - a ] t°y ■ 
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T L C : R f 0.56 H^-fy : g^£:nfvU= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.21 (d, J= 1.5Hz, 1H), .8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H) ; 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 -3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1 .65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) C 

*■ ' " 

mm\ 2 (3 0 3) 



8- (N--/n tVl^-N- (2-7;^07i-^) tJ-JVTXJ) -2- 
10 (2-^DP-4-n^7s^) -6, 

5H-^o^ [d] M'yyn [1, 5 -a] t° y ^ v>>- • 





OCH3 
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TLC : R f 0.52 (^t^ : ftgxf /l/=2 : l) ; 
NM R (300MHz 5 CDCI3) : 5 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 
(s, 3H), 3.70 (m, 2H), 3.60 -3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), ' 
1.75 (m, 2H), 0.94 (m, 3H) 0 



mmm2 (304) 

8- (N-^p tVU-N- (2-7Mp7i-/V) ^W^) -2- 

(2-i?DD-4-^ b^i/7xn;V) -5, 
7P [3, 4-d] t°7V*u [1, 5-a] If JJ 5 ^ ■ 4fcg&fi ■ 



T L C : R f 0.45 (^f-^ : g^^fvU= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sort, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) 0 

15 

2 (3 0 5) 

8- (N-^PtVU-N- (2-7/VtD7x^) *7-A'T%S) -2~ 
/^^-3- {2-*?-A'-4-* -5, 7-i?tK»- 




10 



OCH 3 
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yn [3, 4-Vd] t'^/n '[ l , 5 - a ]• ■ t° ]) $ i?y • &g& 




0CH3 

T L C : Rf 0.55 K^rf- V : g^jtfvl^ 2:1) ; 
NMR(300MHz, CDCI3) : 8 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) C 

H»y 2 (3 0 6) 
10 8- (N-^n^-N- (5-^^/V"^-'^r7 jV) 

/) -2-^^-3- (2-^PD-4-n^7i^) -6, 7- 
v>t Kd-5H-^p^ [d] f^D [1, 5- a] \?}) 
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T L C : R f 0.57 : ftgfcnfvl'^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1 .61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) C 

mtm 2 (3 0 7) 

8- (N-:/n tV^-N- {^iry^y- 3 -4^) t^frT^y) -2- 
10 p<5vW-3- (2-^od-4-^ h^i/7i-^) -6, 7-i?t Ko- 
5H-^n^y^ [d] t°?y*n [1, 5- a] tl^v 5 ^ 




OCH3 
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T L C : R f 0.53 {^*^y : %ft£x.?-;u= 3:1) ; 
NMR(300MHz : CDC1 3 ) : 6 7.32 (d, J = 8.7Hz : 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), , 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) C 

nmm 2 008) 

8- (N-^f-A—N-^n tVPT5 J ) -2-^9vU-3- (2-^dd. 
-4-^ f^v^7x^) -6, 7-^tKn-5H-^P^ [d] 

10 t c 7yo [i, 5-a] t'y^^y 



T L C : R f 0.58 (^^ri^^ : @t^;x^= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H)„ 

HMJ 2 (3 0 9) 

8- (N-^^yi/-N-yn tV^T ^ J ) - 2 - / <f-jV- 3 - (2-^A- 
20 h*i/-7^~^) -5, 7-i>kKo-7n [3, 4-d] t°7 s / 




OCH 3 
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p [i, 5 - a] try 




och 3 



T L C : R f 0.55 : SKif;I/= 2:1) ; 

NMR(300MHz, CDC1 5 ) : 8 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, ]H), 6.80 
5 (dd, J = 8.7, 2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m : 2H), 2.34 (s ; 3H), 2.18 (s, 3H) ; 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) C 

mmm 2 010) 



10 8- (N-if^-N-^P fcVUZ 5: J ) -2-^5^-3- (2-^pp 
-4 f^v^^/V) -5, 7-i^kKP-7n [3, 4-d] t°yi/ 
p [1, 5 -a] t°y 



T L C : R f 0.51 (^MJ->' : @^^^= 2:1) ; 
15 NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60, - 3 S 48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J - 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) 0 

I, i . 

5 mmmz (3i i) 

8-'(3-^^f;W75y) -2-^^/1^-3- (2-^bp-4-*^ 

i 

-6, 7-5?tKD-5»-^n^ [d] fr/n 
[1, 5 -a] t°'y 5^ 




10 TLC:Rf 0.53 (^fwy:^f^=10 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t 5 
J = 7.5Hz,6H) 0 

15 

H»2 (3 1 2) 

8- (3-^yf^7 5/ ) -2-^^-3- (2-^bd-4- (N- 
^^Vl^/W^^A-) 7^^;V) -6, 7-i?kKB-5H-^P^ 
[d] [l, 5- a] fy*^ 
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O 



N 
H 



TLC : R f 0:55 (Ift^fl/^ : S*xf;l/=j 0:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J ^'7.8Hz^ 1H), 6.42 (brs, 1H), 6.26 (d, J = .10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1.82 - 1.55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) D 

miMM2 (3 13) 

8- (3-^f^7 5/ ) - 2-*=f-)V- 3 - (2-^dd-4- (N, 
10 N-v^^^/^yW^^E-H'^) -6, 7 - i/t Kp- 5 H-v'iJ 7 n 

[d] tfyy'p [1, 5 -a] fc-y^v^ 




O 



N 
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T L C : R f 0.65 f^: Wm^^= 10:1) ; 

NMR(300MRz, CDC1 3 ) : 6 7.56 (d, J = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), , 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz 5 6H)o 

HflEflU 2 (314) 

8- - 2 - 9vU- 3 - (2, 6-v ? ^^-4- 

> f^v^^A-) -5, 7-VbKn-7P [3, 4-d] t°7^P [l, 

io 5-a] t°y 




T L C : R f 0.29 (^f-^ : 1^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) C 

mmm 2 015) 

8- (N-^/W-N- (4-7;^B7x^) ^W5 7) -2-^ 
^-3- (2-^^-4-^ f^S^^/W) -5, 7— 
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T LC : R f 0.49 (^^ff"> : I1^^5VV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H), 7.06 - 
5 6.94 (m, 2H),' 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz, 3H) 0 



WO 02/(153565 



n [3, 4-d] ^7 % /a {1, 5- a] .bTJJ 



Hfljfl] 2 (316) 
10 8- (N-^^-N- (4-7/^D7a-/V) 

*f-j\s— 3 - (2-^op-4-^ h^r^7x-;V) -6, 7-i?kKo-5 
H-Zspu^s* [d] fc°7y*n [1, 5- a] t'p^v 5 ;/ 
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F 




OCH 3 



T L C : R f 0.42 (^*cfy : ffiggtx.?-;U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = S.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H) 5 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16- 1.98 (m,2H), 1.18 (t, J = 7.2Hz, 3H) 0 

mmm 2 (317) 

8- (N-^^vl^-N- (4 -y>V3ru y 3L=-;V) J-^/VT^J) -2-* 
10 =ffV- 3 - (2-^dd-4-^ y-^l/y -5, 7-i?tFD-7 

p [3, 4-d] t°^y'p [1, 5- a] ¥}) 
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TLC : R f 0.46 : ^^^=2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J , 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) 0 

mmn 2 (3i8) 

8- (3 — <>^J\^T% /) -2-^^-3- (2-^ on -4, 
10 ^ f^r^i^) -6, 7-^tKo-5H-^D^ [d] k°7 V* 
o [1, 5- a] t°y 5 Vis 




OCH 3 
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T L C : R f Q.26 (^-f^ ■: H^n^/U= 2, : l) ; 
NMR(3,Q0MHz, CDClj) : 5 6.67 (d J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, lH),'3.82'(s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m ; 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J - 7.2Hz, 3H), 1.01 (t, 
5 J = 7.2Hz,3H) 0 

MMM 2 (319) 



8- (3-^VW7^y) -2-^^-3- (2-^dp-4, 6-v 5 



T L C : R f 0.22 : @^^9v^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) D 

MMM 2 (3 2 0) 



8- (3 -^yf;i^7 5 J) -2-^^-3- (2-^pp-4-7?; 



^ Y*x/7 zr-^jU) - 5, 7 



v ; tKD-7P [3, 4-d] t"7y'P [1, 



10 5-a] t°!J 5 v> 




OCH3 
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y^^ju) -6'-, 7-^t,KP-5H-^n^ [d].t 0 7 N /n [l, 
5-a]"t°yv^^v 




T L C : R f 0.22 : |^^^/V= 1:1) ; 

5 NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 

■ » 

2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J = 7.5Hz, 6H) 0 

io mmm 2 021) 

8- U-^y^M-T^ /) -2-*J-;V- 3 - (2 -^^-4-^ 

v-^oi^) -5, 7-v^kKP-7P [3, 4-d] t^y'o [1, 5- 

a] t°y*i»> 
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xx 





och 3 



T L C : R f 0.48 : %m^*f-jV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.15 (d, .1 = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, 3 = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s,. 
5 3H), 3.40 (m ; 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 - 1.38 (m, SH), 0.95 (t, J = 7.2Hz, 
6H) C 

mm 2 022) 



8- (3-^W5/) -2-^/1'- 3- (2-^OD-4-^f/V 
10 7U7x^;l/) -6, 7 -S?fc Kn- 5H-^ [d] fc'y^/n 

[1, 5 -a] t°]l 5^ 





TLC : R f 0.45 : &&t^7-/U= 1:1) 



292 



WO 02/(153565 



PCT/JP01/11581 



NMR (300MHz, CDC1 3 ) : 6 7.18 (d, J = 8.4Hz ; 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H), 1.80 - 1.50 ' 
(m, 4H), 1.01 (t J = 7.2Hz, 6H)„ 

5 

mmm 2 023) 

8- -2-^^-3- (2-*;u*;u- 4-/ h 

^■-yy^=.;V) -6, 7-v^t Kn~5H-^D^ [d] [1, 
5- a] t°U 5 




T L C : R f 0.26 (^P-fry : g^a^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d 3 J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J - 7.5Hz, 6H) C 

Hi 2 (3 2 4) 

8- (3— O^-JUT^S) (2-v-X/-4-^ 
i/y^=.;V) -6, 7-i/kKn-5H-^D/<y^ [d] \?7V*u [1, 
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5- a] t°y *z?y 




och 3 



TLC : R f 0.54 (^^1^ : ftSfcrcfvl'^.l : 1) 



NMR (300MHz, CDC1 3 ) : 6 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
5 (dd, J = 9.6, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09, (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), r/80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

HMI2 (3 2 5) 



10 8- (3-^W5/) -2-^^-3- 

-yy^=.;v) -6, 7 — v?fc Ko- 5 H-->^ p^>^ [d] t°^y'n [1, 
5- a] t°y $ V'V 





OCH3 
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' T L C : R f 0.30 (^^t^ : ^= 3:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2. 1 3 (quint, J = 7.2Hz, 2H), 1 .83 - 1 .50 (m, 4H), 1 . ] 0 - 0.98 (m, 9H) 0 

mm 2 (326) 

8- (4-^^/1/7^7) -3- (2-^nn-4-^ ^->7x^v) 
-6, 7-v>t Kd-5H-^p^^ [d] t°7/n [l, 5- a] fc° 
10 H^y-M 



T L C : R f 0.51 (^=*rf-> : IM^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : b 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 ( t. J = 7.5Hz, 6H) C 

mtfeM 2 (3 2 7) 



8- (N, N-v^n tV^T^y) -3- (2-^OD-4-n^7i 
=A0 -6, 7-^kKP-5H-^n^ [d] K'yVv [1, 5- 




OCH 3 
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a] h°!J 




CI 



OCH 



T L C : R f 0.54 : &&3L?-/i,= 3:1) ; 

NMR(300MHz ; CDC1 3 ) : 5 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J - 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66- 1 .50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) D 

(3 2 8) 

8- (N, N-i?Zfv V/UTSi y) -3- (2-^DD-4-n^>7x 
10 -5, 7-^tKn-7B [3, 4-d] [l, 5-a] f 



T L C : R f 0.58 (^f-^ : M^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 

296 




OCH 3 
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i 

3.57 (t, J = 7.5Hz; 4H), ,1.72 - 1.46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) 0 

mmm-2. 0 2 9) 

8- (N-v^ o'/a tVl^^W-N-^n tVKT ^ /) -3- 
5 a-4 'b^i/^^^/V) -5, 7-^tFP-7d [3, 4-d] t c ? 
y*u [1, 5-a] tl?^ 




OCH 3 



TLC.Rf 0.60 (^^f->- : @^^fyl^= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

mmm 2 (330) 

15 8- (N-^V^-N-i/^ P^n WW 5 ;) -3- (2-^n 
a-4-^ f^rv-7^^/U) -5, 7-i?kKo-7D [3, 4-d] My 

y'a [i, 5-a] try s-^y 
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CI 



OCH 3 



TLC : Rf 0.52 : ^ms.f-;V= 2:1) ; 

NMR(300MHz ; CDC1 3 ) : 6 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1 .04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16 - 0.04 (m,2H) 0 

2 (331) 



8- (N-v^ d^d Wf;i/-N- (4- ^f-jvy ol—jv) ff-;V7\ 
10 /) -3- (2-^on-4-^ h^>7^-^) -5, 7-v?kKP-7 
o [3, 4-d] [1, 5-a] 




WO ((2/(153565 



PCT/JP01/11581 




OCH 3 



TLC: Rf 0.56 (^l^ : Wf&x.3-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.75 (d. J = 8.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7.13 (d, J = 7.8Hz : 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) C 

MMM 2 (3 3 2) 

8- (N-^ntVW-N- T \ / ) -3- 

10 4-7*- a^~JV) -5, 7-v ? tKn-:7D [3, 4-d] 

[1, 5 -a] t^r^y 




OCH 
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TLC : R f 6.41 : Jg^BSt^f-yU- 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, 1 = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H) ; 
5 0.98 (t, J = 7.2Hz, 3H) C 

MMM 2 (3 3 3) 

8- -2-^5vv-3- (2 

-4 -6, 7-^tKo-5H-^P^ [d] 

10 f^yo [1, 5-a] try -iasafL 




OCH3 



TLC:Rf 0.26 (^3rf-> : gfcg£:r.fyv= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7. 1 6 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J= 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 

mm 2 (334) 



300 



WO 02/053565 PCT/JP01/] 1581 

I 

-4-^ Y^V^^^M -5, T-v't Kd-7d [3, 4-d] \?7V* 
p [l,"5^a] t°y 




T L C : R f 0.45 (^*f> : g»^/^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz.. 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

10 mmm2 o 3 5) 

8- -3- (2-^0-4-^^71^) 

-5, 7-^tKn-7D [3, 4-d] \?7V*xi [l, 5 -a] t e V ^ 




OCH 3 
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T L C : R f 0.57 : Sj-g&a:?vU= 2:1) ; 

NMR(300MHz : CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), , 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) C 

mm\ 2 (3 3 6) 

8- (N-^n^n Wf^-N- ( 4 - yjV^ru y ^ — ;V) *J-;VT 
\J) -3- (2-^nn-4-^^7i^) -5, 7-v>fcKn- 
7D [3, 4-dJ t'y^n [1, 5- a] k°y 



F 




10 oc H 3 

TLC : Rf 0.41 (^^rf- V : @£l£^5vV= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16- 0.02 (m,2H) D 

mmm 2 (337) 

8- (N-^D7°nk>-N- (2-7^o7x=;l/) ^fvWT^/) 
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- 2 - ^^-)V~ 3 - (2-^Dp-4-'i.^V7x^;V) -6, 
Kd-SH^d^ [d] t°7V'P [l r 5-a] t°y $ v>> 



T L C : R f 0.41 ( h )V^-l/ : ^^^/U= 10:1) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7.13 - 6.97 (m, 



3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H)„ 

10 HMffiJ 2 (3 3 8) 

8- (N-^d/d Wf/V-N- (2 -7;^n7x^) ^^-JVT 
%J) - 2-/J-;U- 3- (2-^OD-4-^h^rv'7x^) -6, 7 
-^tKn-5H-^n^ [d] fc'^/n [l, 5-a] t'U^v*:/ 




och 3 
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TLC : R f 0.49 ( Y/V^y : %&&3lJ-;V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd,. J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.93 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, 1H), 0.48 (m, 2H), 0. 1 0 (m, 2H) C 

Mt&M 2 (3 3 9) 



8- (N-v-^ d/o tVl^^^-N-yn tVl^T 5 J) -3 - 
10 b^7x=/l/) - 6, Kn-5H-^P^>^ [d] 

fc°yy*p [1, 5 -a] h°U 





OCH3 



T L C : R f 0.76 : ^JSBt^jV= 2:1) 
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NMR(300MHz ; CDC1 3 ) : 5 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 
1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) 0 



ji| y 2 (34 0) 

8- (N-^ntVU-N- {A-^f-jVy zz-jls) tJ-jVT ^ S) - 3- (2 
f^i/7x^) -6, 7-v?tKo-5H-^D^ 
9 [d] M°7V°u [l, 5-a] ^JJ^y 



T L C : R f 0.61 -frls : H^cfvV= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
15 2.20 - 2.04 (m, 2H), 1.66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) 0 

HJifeffi] 2 (341) 



8- (N-^yv ? ^-N-^n7 s DtVMf^7^y) -3- (2-^d 

305 
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b^'isyaL-jU) -6, 7-^t FD-5H-^n^ [d] 



T L C : R f 0.67 {^-f> : 2:1) ; 

5 N MR (300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 
5H), 7.05 (d, j = 2.4Hz, 1H) : 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) C 



8- (N-^nynt c ;M f;P-N- (4 ^7i=/V) ^f;U7^ 
J) -3- (2-^nn-4-^ b^x-^) -6, 7-i^tKn-5 
H-v^p^^ [d] t°7/n [i, 5-a] t^v^ 



[1, 5-a] tfy $ 




OCH 3 



10 
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OCH 3 

T L C : R f 0.71 (^^^ : H^l9vV= 2:1) ; 
NMR (300MHz, CDCI3) : 5 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H); 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14- 0.02 (m, 2H) c 

mm (3 4 3) 

10 8- (N-yntVl^-N- (4-7/^D7i=/l') ^W^) - 3 - 
(2-^nn-4-n^>'7i-;l') -6, 7-^tKP-5H-^D 

^<y<? [d] [1, 5 -a] t°y^^^ 
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F 




OCH 3 



T L C : R f 0.54 (^^y : @^@^9vW= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.37 (s ; 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, > 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.78 ' 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1 .66 - 1 .48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

Hi 2 (3 4 4) 

8 n^n \?;V^J-;VT^ J - 3 - (2-^nn-4-^ Y**/? ^ 
10 -6, 7-^tKn-5H-^n^ [d] \fyy"u [1, 5- 

a] trp $ i» 
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TLC:Rf 0.58- =¥f-^ : 2 : 1) ; 

NMR(300MHz ; CDC1 3 ) : 8 8.28 (s, 1H), 7.78 (d, J = S.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.42 (d, J = 9.6Hz, 1H), 3.82 (s, 3H), 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1.20 P 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H) D 

mmm 2 045) 

8- -3- (2-^pp-4-^ h*is7^— M 

-5, 7-^kKn-7P [3, 4-dl t e ?V*u [l, 5 -a] t° U * v> 
10 > 




OCH 3 

TLC : R f 0.54 : m^^^= 2:1) ; 

NMR(300MHz s CDC1 3 ) : 6 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J = 7.2Hz, 6H) 0 

mmm 2 (346) 

8- (N-^P^-N- (4-*f-/)s7*~M ^w^y) -3- (2 
p D-4 h^riX7^^/W) -5, 7-v>t K0-7O [3, 4-d] 
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. .IK 

i 

n 
i 

t'^/o [i, , 5- a] try 




T L C : R f 0.53 (^^f-^ : g^I£rcfvU= 2:1): 
NMR (300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, J = 2:4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz, 3H)„ 

Hi 2 (3 4 7) 

10 8- (N-7>u tVi^-N- (4-7;^D7x^) ^f^T^y) -3- 
(2-^ p n-4 b^7i^;U) -5, 7-i?kKo-7B [3, 4 
— d] fyy'n [1, 5-a] h'U^^^ 
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F 




OCH 3 



TL C : R f 0.50 (^-fy : H^m^vv= 2:1); 

NMR (300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1 .70 - 1 .48 (m, 2H), 0.89 (t, J = 7.2Hz, 
3H) 0 

2 (3 4 8) 

8 d/d kVMf^T $ y - 3 - (2-^nn-4-^ Y^-yy^ 

10 -/!✓) -5, 7-i?tFP-7P [3, 4-d] t°7V^ [1, 5 -a] t° 




OCH3 
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T L C : R f 0.47 i^^c-f^ : 2:1) ; 

NMR(300MHz, CDG1 3 ) : 5 8.33 (s, 1H), 7.73 (d, J = S.7Hz, 1H), 7.04 (d, 3 = 
2.1Bz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, 3 = 9.6Hz, 1H), 5.25 (s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H), 2.92 (m, 1H), 1.22 - 1.06 (m,,2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H) C 

H$SffiJ 2 (3 4 9) 

8- (N-i^ P\/n fcVl^^vl^-N- (4 — MJ 7^p^f;V7i-;i') 
^^T^y) -3- (2-^nD-4-n^7x^) -5, 7-v> 
10 tKn-7D [3, 4-d] tr/n [ 1 , "5 - a ] fc 0 ])^:/ 




OCH 3 

TLC : Rf 0.42 (^-fy : ffl&L^A,= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, 3 = 
8.1Hz, 2H), 7.50 (d, 3 = 8.1Hz, 2H), 7.06 (d, 3 = 2.7Hz, 1H), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, 3 = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

H»!l 2 (3 5 0) 
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^o^'tdO [i, 5 -a] try Sv^ 

CH 3 



NMR(300MHz, CDC1 3 ) : 5 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m 5 
5H), 6.93 (dd, J - 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H) D 

10 

2 (351) 

8- (N— >^P7 , DtVMf^-N- (4-M)7;l'tD^Wx^;l/) 
^W^/) -3- (2-9nv-4-*Y**/7aL=.A,) -6, 7-v 5 
tKo-5H-^o^ [d] [1, 5 -a] fc°!> 




ci 



och 3 



5 TLC:Rf 0.60 : S|if^= 2:1) 
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T L C : R i 0.55 : BM$^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d s J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J = 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H)„ 

mmm 2 (352) 

8- - 3- (2-^on-4-^ h^r-yy 

10 -6, 7-^Kd-5H-^d^ [d] t'yy'n [l, 5 -a] t c 




OCH 3 
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T L C : R f 0.53 **rV : ft^^/U= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.79 (d, J - S.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d : J = 10.2Hz, 1H), 3.82 (s, 3H),' 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 ,(m, 2H), 
5 1.84-1.52 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) C 

Hi 2 (3 5 3) 



^y) -3- (2-^nn-4-^ f^r^x^V) -6, 
10 5H-^p^ [d] k'yy'P [1, 5- a] t 0 ])^^ 



T L C : R f 0.46 (^3f : |ffl|x^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J - 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J ■ 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) D 

HflSfll 2 (3 5 4) 





OCH 3 
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8- (3-^>^^T5y>) (2- (l-*77l/-l- 

S^n^* [d] tf?/o [1, 5 -a] tfJJSS^ 




5 TLC : Rf 0.50 (^^rf-^ : @^@£^^vU= 1 : 2) ; 

NMR(300MHz, CDC1 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d ; J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 27Hz, 1H), 6.26 (d, 3 = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J = 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s)total 7H, 1.30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H C 

MMW 2 (3 5 5) 

8- (N-T'PkVl'-N- ( 4 - h D 7;^d ^ W^i^7 ? =f- 

>VT%J) - 2 -t^jV- 3 - (2-^dd-4-^ y$r*/7 z^~)V) -6, 
15 7-^kFn-5H-^0^ [d] fc°7 N /P [l, 5- a] t° JJ * 
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TLC : R f 0.52 (^=¥1^ : %f&x.*f-jv= 2 : l) ; 
NMR(300MHz ; CDG1 3 ) : 5 7.32 (d, 3 = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 
(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H),' 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2.06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88. (t, J = 7.2Hz, 3H) D 

mmm 2 (356) 

8- 7) - 3 - (2-^pd-4-^K 

10 *S7^-)V) -6, Ko-5H-^d^ [d] [l, 

5- a] k°y 




OCH 3 
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T L C : R f 0.44 (^^V : g^Sfercfvl^ 2:1) ; 
NMR(300MHz 3 CDC1 3 ) : 6 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J - 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz 5 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, , 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1.00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) C 

mmm 2 (357) 



8- (S-^^^VT^y) -2-^^-3- (2-* 

/HfJJ 5WA0 -6, 7-i?kKn-5H-^D^ [d] fc° 

10 r/o [1, 5-a] t'U 



T L C : R f 0.23 : g|Sfcn?vU= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) G 

jgjjffll 2 (3 5 8) 



8- (N-r/^-N-v-^ P7"o tVl^^vW-T^ y) -3- (2-^nn 
-4-n^7i^) -6, Ko-5H-^^D^y^ [d] 





OCH 3 
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T L C : R f 0.61 .(^^^ : HeI^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.27 (s, 1H), 7.71 (d, J = 8.4Hz, 1H) : 7.04 (d, J = 
5 2.4Hz, 1H), 6!94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0.10 (m, 

.r 

2H) C 

10 HjiffJ 2 (3 5 9) 

8- (N-v-i? n/o tVl^-N- (4-^^7^^U) ^^75/) - 

3- (2 n n - 4 Y^^y -5, 7-^kKn-7o [3, 

4- d] [i, 5- a] try^^-^Km 
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TLC : RJ 0.49 (-^^rif> : ^^^f-jU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = ■' 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) C 



mm 1 2 (3 6 0) 

8- (N-^ntVU-N- (4- *^-jV7 ^=.;V) ^ ffVT % J ) -2-^ 

10 f;v-3- (2-^nn-4-^^>7i=;v) -6, 7-i?tKo-5 
H-v^n^V^ [d] fyyn [1, 5 -a] 
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CI 



OCH 



T L C : R f 0.74 (^f-> : I^oi^/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = S.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 

= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 

i 

5 2H), 2.89 (t, J = 7.8Hz : 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1 .48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H)„ 

Hi 2 (361) 



8- (N-yntVU-N- (4 - ^ J-;V7 ^ W^y) -2—* 

10 5vV-3- (2-^nn-4-y >^fv'7x=;l/) -6, 7-^tKn-5 
H-i/# xis<^$ [d] k°7y'D [l, 5 -a] fc°!)^v>> 
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CN 




OCH 3 



T L C : R f 0.38 : fflgzc?-A,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H) 0 

HffiflU 2 (3 6 2) 

8- (N-^ntVl— N- (4-V7;7*^) - 2 

10 5v^-3- (2-^nn-4-^ f^y7i^^) -6, 7-i?tKo-5 
H-S^n^O* [d] t 0 7 N /P [1, 5-a] t 0 ]}^^ 
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CN 




CI 



OCH 3 



T L C : R f 0:46 (^3"^>- : Jgm^j^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : S 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 
5 2H), 3.84 (s, 3H); 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

Hi 2 (3 6 3) 



10 (2 p p-4 y$r?y7^-)V) - 6, 7-v?t Kd-5H-^p 
[d] fyyn [1, 5 -a] t°!)^^ 





CI 



OCH3 
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T L C : R f 0.30 : |^g|rc^;U= 2:1) 



NMR(300MHz ; CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 3.0Hz 3 1H),6.88 



(dd, J = 8.4, 3.0Hz ; 1H), 3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H) 3 
5 0.60-0.46 (m, 2H),0.24-0.1 2 (m, 2H) C 

H»J 2 (3 6 4) 



8- (N-^n^nWf/>-N-^W$;) - 
(2 -^fvV- 4 -pt ^>>7x-;V) -5, 7-^tKD-7D [3, 4 
10 -d] t'r/n [1, 5-a] t°y^v>> 



T L C : R f 0.22 (^f-^ : @fig^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) c 

MMM 2 (3 6 5) 

8- (N-V^o^n tf/M^V-N-^^-yl/T^y) -2-*^vi/-3- 





och 3 
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(2-^no-4-^ hWxi/V-) -5, 7-^Kp-7d [3, 4 
-d] t^/n [1, 5 -a] ¥})*i/> 



TLC:Rf0.18 (^fy : ft»xf^=2 : l) ; 
5 NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (m, 1H),0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) Q 

Hi 2 (3 6 6) 



10 8- (4-^-7 0 ^/VT^ -3- (2, 6-^f/V-4-^^7i 
~JV) -6, 7-^1: Kp-5H-^d^ [d] fc°7^D [l, 5- 
a] klv^ 




OCH 3 





OCH3 
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T L C : R f 0.55 : W^^= 2 : 1 ) ; 

NMR(300]\4Hz. CDGi 3 ) : 8 7.80 (s : 1H), 6.83 (s, 2H)< 6.27 (d, J = 11.1Hz, 1H) ; 
3.98 (m, 1H), 3.80 (s, 3H), 3.11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m 3 8H), 0.96 (t, J =.7.2Rz ; 6H) C 

j i 

HM2 (3 6 7) 

8 -i>yu \f)VT 5 J - 3 - (2, 6 -v^'fv^-4 h=3rv-:7^~/V) 
-6, 7-^tFn-5H-^o^ [d] k^^D [l, 5- a] fc c 

y 5S» 




OCH 3 

T L C : R f 0.54 (^^rif > : ^.^^=f-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m : 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz. 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

Hg 2 (3 6 8) 

8- (N-^d/d Wf;l/-N-/n tVl^T^y) -3- (2, 6- 
4 — > b^v^^n/u) -6, 7-i?tKo-5H-^n^y 

* [d] t'yy'o [i, 5- a] t°y$^y 
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OCH 3 



TLC : Rf 0.51 : ft|[xf/v= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H) ; 3.68-3.58 (m, 
2H) ; 3.54 (d, .1 = 6.6Hz ; 2H), 3.03 (t, J = 7.5Hz, 2H) S 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m : 2H) ; 2.12 (s, 6H), 1 .68-1 .50 (m, 2H) : 1 .02 (m, 1H) ; 0.91 (t. J = 7.5Hz, 3H), 
0.54-0.40 (m, 2H), 0.18-0.04 (m, 2H) 0 

mmm 2 (36 9) 

8- (N-^yv ! ^-N-v'^o7 ( DtVMf;I/7^;) -3 - (2, 6- 
10 f^V7s=/V) -6, 7-i?kKn-5H-^o^y 

* [d] t'yy'n [1, 5 -a] t*y^> 




OCH 3 



TLC: Rf0.49 (^^f-^':ft^^=2 : 1) 
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NMR (300MHz, CDCI3) : 5 7.93 (s, 1H), 7.42-7.08 (m : 5H), 6.70 (s, 2H), 4.94 (s, 
2H), 3.81, (s, 3,$), 3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 1.03 (m, 1H), 0.54-0.38 (m, 2H), 0.12-0.01 (m, 
2H) C 

5 

MMm 2 (3 7 0) 

8- (N-^n^n W f/l^-N- (4-^f;l'7i=;Mf;V) 7? 
J) -3- (2, 6-^f^-4-^ F^'>7j^) -6, 7-i/kF 
d-5H-^p^ [d] t"7y'p [1, 5 -a] tlv/y 




T L C : R f 0.53 (^f-^ : »:x^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 
15 1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) 0 

111 2 (371) 

8- (N-yatVV- N- (4-7/^071^^) T X J) -3- 
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i 

(2, 6 - f 4 - ^ i^/l^) - 6 , 7-5?kKn-5H- 

v^p^V^ Td] k c 7^/P [1, 5 -a] t°V$ii?> 



F 




T L C : R f 0.46 : »^^= 2:1) : 

NMR (300MHz, CDC1 3 ) : 5 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m ; 4H), 2.22- 
2.00 (m, 2H), 2. 13 (s, 6H), 1 .70-1 .48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 



M&M 2 (3 7 2) 

8 - p/p kVM f-flsT 5; / - 3 - (2, 6 - ?vU- 4 - ^ h 

-6, 7-^kKn-5H-^P^ [d] h°fy*u [l, 
5- a] t°!) v^y 
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T L C : R f 0.45 : ^^^f-ju= 2:1) ; 

NMR(300MBz ; CDC1 3 ) : 6 7.8] (s ; 1H), 6.68 (s, 2H), 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t J = 7.5Hz, 2H).. 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s 5 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m : 8H) 0 

mm 2 (373) 

8- (N-7*^--N-^ n/n t°;V^J-jVT^ J) -3- (2, 6-i? 
7^/^-4 hdf^7x=;l/) -6, 7-^tKP-5H-^P^ 
10 [d] t c 7V'n [1, 5-a] t'D^v 5 ^ 




TLC : Rf 0.61 (^^V : @H£^5vl/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H) 5 3.76-3.60 (m ; 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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2.00 (m, 2H), 2.12 (s, 6H), 1.64-1.46 (m, 2H), 1.42-1.22 (m, 2H) ; 1.02 (m, 1H), 0.90 
(t, J = 7.2Hz, 3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) C 

mMM 2 (3 7 4) 

5 8- (N-y^pynWf/k-N- (4 -7}Vjrv )V) t^iVT 

-3- (2, 6-^f^-4-^ h^r^i^) -6, 7 -S?fc 
Kn-5H-^D^ [d] t'r/c [1, 5-a] fcrjj'v^ 



F 




OCH 



T L C : R f 0.51 (^f-^ : ^Sk^jv= 2:1) ;. 
10 N MR (300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.38-7.26 (m, 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz, 
2H) 5 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m,2H), 0.10-0.01 (m,2H) 0 

15 gffifll 3 

8- (N-xf^-N-n-yf;l/7^y) -2-fcKo^f^-3- 
(2-^^-4 -t Kn^i/7x^). -6, 7-i^k Ko-5H-^ 
u^l/f [d] t'7 x /P [1, 5-a] \*D$i?y 
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I 




HlfJ 2(1) -vm^ Ltzit^ (5 0 6'mg) Omt/ f" V> (14m 
1) «£-7 8'°C«£PU lM£^*-)i©IiWfl/> (12ml) 
^SrAPx.. - 7 8°CT3 0^> fcitf- 3 0°CT 5 B^jf #Lf;ic Si£ 

l-»2 : 3) TitMLT, ^T^^tM^Wi-^tf M^ti (3 0 3mg) 

10 TLC : R f 0.14 (n-^^rf-> : ItS^^/l^= 1 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) c 

15 

iiii 

8- -2-tKn^f/i/-3- 
(2-^f^-4-^ f^>7i=/V) -6, 7-i?tKD-5H-'^n 
[d] t°7 N /P [1, 5- a] t'll^v 5 ^ 
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OH 



mMM3x*m&Ltc4k&m ossmg) ©ji^fvy domi) m 

WL%, (mci&SPU **-fb^MJ9^ (9 5mg ; 63.1%?fc#fM&) If^P^s 
3 0$T%fflft\s1Z 0 EL%m&mz.3 !7te^f:/M0.18m ] ) ^^JP^ N 0^2 

( j^A-ny : f^@£:x=fv^= 5 : l-»4 : l-»7 : 2) 
T'iiLT, KT^Ilttl^ttSIiM (9 4 7mg) 

10 T L C : R f 0.35 (n : jv= 1:1) ; 

NMR (300MHz, CDC1 3 > : 5 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J - 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t J = 7.2Hz : 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H) ; 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1 . 1 8 (t, J = 

1 5 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H) 0 

HMffil 5 

8- (N-^ntW-N- - 2-> 

^-3- (2-^^-4-n^7i^) -6, 7-v 5 fcKn-5 
20 H-i/f u^yf [d] t°7 N /n [1, 5- a] t o y^v>>- 
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OCH 3 



mm\2 (2) xmmLtz.it^ d86mg) o^f^**vK 
(5mD mm\^ b v ^f-jur 5 > (0.39m 1 ) $ xxfE.m<mn^ v 

mfc (2 2 5m g) fcJPai, gffl-C2l5rajftfli Lfc. SJfcJB^Jfe&zMnS^ 

•CSiJft^, MLfc W6k<DW*^ (5ml) o-^kKo 
^vvl^T 5 ( 2 8 m g ) mSiX 1 5 B#raHt# Lfc. KJ&jl 

?v=A : l->3 : l) tilU, #T©46tt«#1-3«JBfl^to (1 6 
mg) £#fc D 

T.LC : R f 0.78 (n-^D"^ : |^^^/U= 1:1); 
NMR (300MHz, CDC1 3 ) : 
] 5 major isomer 

5 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) e 
20 minor isomer 

5 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J = 8.4, 2.4Hz, 1H), 4.47 (d, J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2H), ; 2.99 (t, J = 7.2Hz 5 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m 1 , 2H), 1.58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) C 



mtmis (i) -5 (2) 
mtMm 2 (26) x~mmvtzfc&^ & tcnmmm 4 -?mmLitfc&vo& 

®&&/B^-c^ifeM5 tmm(omft*ftt£ix, uT<D4k&vo*fflt e 



10 (1) 

8- (n-t7°d tvv-N- (2-^ h^W T^y) -2-^ 

(2-^f/V-4-^f^y7x^^) -5, 7-ykKn-7 
p [3, 4 -d]- t'^y'u [1, 5- a] 




OCH 3 



15 TLC :Rf 0J2 (n-^fy :Riif^=3 : l) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

8 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
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0.81 (t, J = 7.5Hz. 3H) 0 



muior isomer 



5 7.38 (d, .1 = S.4Hz, 1H), 7.31 (t, .1 = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J = 7.2Hz, 3H) C 

(2) 

10 -3- — 4-^ h^v^^/V) -6, 7-i?kKo-5H- 

i/^p^^^ [d] [1, 5- a] t^^v^ 



T LC : R f 0.19 (n : ^g£aifv^= 3:1) ; 

N MR (300MHz, CDC1 3 ) : 6 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz, 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) 0 

20 H»!|6 




OCH 3 
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8- [ (2 S) - 1 -t Ko^rW %J"?tl/-2.-4)V\ 7 ^ 7 - 2 - ^ 
(2-^^-4-.p« -6, 7-^kKn-5 

H-V^n^y^ [d] tyy'o [l, 5- a] fc'H^v^ 



5 H»2 (15) ^m^Ltzit^ (2 9 0mg) «@£ (4ml) ^ 

^Ltzm^m^mi- v v ^^mm noomi) 

*IBLfc. mfSt<OMV^> (3ml) t Ko^^T^^tlfcta (5 

10 2m g) ^^JP^, ilfl 5B#P*SMf#Lfc 0 £Jfc»'£*$r*ltbfc|SU ftlfe 

7kT-|i|Iftife#U «l7K?itt»-thy !)AT«, S«Lfc, 

;^7A^D-?f^77^- (n --^l^ : @»n^Vl/= 1 : 1) "CffiiS 
LT> £ilTO»ttltSr*i-*««^* (I4 3mg) ^IW^H 
15 T#fc c 

T L C : R f 0.32 (n — ^rlr^ : f»^fvU= 1:1); 
NMR(300MHz. CDC1 3 ) : 
major isomer 

8 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J - 8.4Hz, 1 H), 6.84 (d, J = 
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2.7Hz, 1 H), 6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 



5 6 8.52 (brs, 1 H), 7.14 (d ; J = 8.4Hz, 1 H), 6.84 <d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31' (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), l:il (t, J = 7.2Hz, 3 H) D 

io mm 6 (i) 

8- [ (2 SO -1-^ F^W$/7^>-2-^^] 
/V-3- (2-^f/K4-n^7j-^) - 5, 7-^kFo-7n 
[3, 4-d] t°r/o [1, 5-a] fJJSv^ 



15 mm\2 (14) •VWimLIZfc&tfo (3 6 5mg) N :fc«fctffc 

Ifl5 ^Ii^7 $^ff*oT N SkTtolM&tiLtti'&Mmikit'b (1 2 
8m g) &#7t c 

T L C : R f 0.20 (n-^-fy : ^^^jU= 3:1) ; 



3.82 (s, 3, H),,,3 ( ,25-3.00 (m, 2 H), 2.88 (t, J = 7!5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H), 



minor isomer 
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. >ir< 

I 

i 

NMR (300MHz, CDCI3) : 
major isomer 

8 7.36 (d, J =-6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J - 10.5Hz, 1H), 5.31 (d, J = 
5 10.5Hz, 1H), 4.89 '(s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.1 6 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) C ' 
minor isomer 

5 7.14 (d, ) = 8.4Hz,, 1H), 6.86 (d, 3 = 2.7Hz, 1H), 6.79 (dd, 3 = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d, J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H) : 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, 3 = 7.5Hz, 
3H)„ 



^»ll7 , 

8- [ (IS) -l-^Ty^oW?;] -2-^^-3- (2-7^ 
15 ^/V-4 f^>7x^) -6,7 -v^fc Kp-5H-v-^ u-<^ [d] 
fc s 7y'n [1, 5-a] t°y ^ i/> 



HN CN 




OCH3 

mmm 6 r*M5t Ltcit&m ( 1 3 7 m g ) ^ v >- dmi) 

£-7 8°C«£PU hy^^T^> (0.32ml) *3 £T1 h V 7;VJrv / ? 
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s sxjVibl/m$kMto (0.13ml) StJDxl^ 2 l&fflfflft L7c c Rjfcjg-^fe 

% )\/$5 7 J*t> D-e h^77-f- (n -^drf-> : S8xf-/l/= 3 : 1 -» 2 : 
5 1 ) Tlt$!i LT> £tTO*tttt*^T , tSSjS^'te (lOOmg) fc'fcfc. . 
T L C : R f 0.27 (n -—^V : |^ai^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 (d, .1 = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7.5, 6.3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.31 (s, 3H), 2.25-2.10 (m,7H), 1.29 (t, J = 7.5Hz, 3H) C 

mw\i (i) 

8- (N-if;l'-N-n-^fA'7 5/) - 2 - v-7 y - 3 - (2-^^ 
7U- 4 — } Y^i/y -6, 7-yt Kn-5H-^ n^i/^ [d] 

15 t°7 N /n [l, 5 -a] 




och 3 

n«ij5 (2) xmmLtzfc&m (21 ug) &/g^-c, mmm 7 1 m 

mn&ft&ftttvX&TtoVo&mtti-ZMmik&Vs (1 9 5 nig) *rfcfc„ 

T L C : R f 0.34 (n — : ftS6^^/W= 3:1) ; 
20 NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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(dd, J = 8.4, 2.7Ez, 1H), 3.83 (s, 3H), 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3 .00 (t, J = 7.2Hz ; 2H), 2.96 (t, J = 7.8Hz : 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, .1 = 7.2Hz, 3H) D 



9- (3-^^5vKT^/) - 6-/^-^- 5 - {2 - ^ A - ^ 

-/7x-/l/) -7n [3, 2-d] t c y N /n [l, 5-a] tfJJSv^ 



mtfcM2 (6) T*®!j£ Lfcffr^ (2 1 5mg) ©v ; 7 3 :^^x-t^ (3 
10 ml) SffSfc, 1 0%/<7^9^* (150mg) fciPx.^ 2 5 0°CTM 

B#r H im# tfc 0 asM^^^st u>^-/Miomi)t* 

3RU ^74 h5iit7c 0 il^v^^WyA^p^f 
77-7 4- (n-^*-?> :T±h>=9 : l) TlfMtT, 
^ttSIIft^ (15 0mg) &#fc 8 
15 TLC:Rf 0.42 (n-^fy:||fixf^=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J - 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m, 6H)c 



5 8 
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mmm 9 

8- -2-/J-/IS-3- (2-/^-4-/ h=*r 

*yy^=-M -6, 7-i?kKn-5H-^P^ [d] t'^/o [l, 
5 5 - a] .fc 0, J ^ 




OCH 3 

7K^b*f ^U'^A (92.0m g ; 6 0% in oil) <D hfr^sfflft^ 3 

m%M7x*mmLtcik&w (2 5o mg ) ^p^, 5B*raj*#u!:. gjts* 

- (-^rf-^ : mm^f-^=5 : l) T'^L, ^T^Me^^I" 5*111 
4k&VB ( 1 2 8 m g ) <H#fc„ 
15 T L C : R f 0.58 ( h/W^ : 7i? h >= 5 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 



342 



WO 02/053565 PCT/JP0I/1 158] 



mi&M9 (1) -9 (5) 

mmm 9 en 

8- (3 ~^^;V^i/) -2-^^/1^-3- (2-^an-4-^^ 
">7s^) -6, 7-^tFn-5H-y^n^ [d] [ l , 

5 - a ] t°U 5 9 Jfy 




TLC : R f 0.50 (^f-^ : B^=f-/U= 3 : l) ; 
NMR(300MHz. CDC1 3 ) : 5 7.29 (d. J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94- 1.74 (m, 
15 4H), 1.04 (t, J = 7.5Hz, 6H) C 

mmm 9 (2) 

8- (3 — <>J-;v$-3t*y) -2-7*^-3- (2-^on-4-^K 
iy7ai^/n -5, 7-i?tKn-7P [3, 4-d] fc'^^a [1, 5- 
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a] t c y $ v>y 




T L C : R f 0.25 : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1.80 (m, 4H), 1.05 (t, J - 7.5Hz, 6H) C 

(3) 

8- (4 -^^/V^-^i/) 3- (2-^up-5-t< 

10 y7x^) -6, 7-i/tKn-5H-y^^ [d] ^7^/0 [1, 
5 - a ] t°y 5v?y 




T L C : R f 0.85 (~^f->- : ^gt^jV= 1:1) ; 

344 



WO 02/053565 PCT/JP0J/1 J58J 

I 

NMR (300MHz, CDP 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, 3 = S.7, 2^7Hz, 1H), 5.22 (quint, J = 6:0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t/J ■- 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90- ] .66 (m, 
AH), 1.58 - 1.42 (m, 4H), 0.95 (t, J = 7.2Hz, 6H). 

mt&®\9 (4) 

8 -4 y/n tV^v/- 2 -tf-A'— 3 - ( 2 n n - 5 

x-A-) -6, 7-^tFD-5H-y^n^ [d] t°yy*P [1, 5- 

-a] t°y$^ 



10 




T L C : R f 0.36 (^-f y : ^B^^= 2:1) ; 

NMR(300I\4Hz, CDC1 3 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz ; 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) C 

mmm9 (5) 

8- (1, 6 -^Zt$V'3-V-A-4M 2-7*^-3- (2- 

Y*i/7^~JV) -6, 7-i;tFn-5H-^P^ 
20 [d] t'yy'n [1, 5 -a] fJJ^v^ 
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CI 



T L C : R f 0.58 : ffi&taL*?-;v= 2:1) ; 

N<MR(300MHz 5 CDC1 3 ) : 5 7.29(d, J = 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m : 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) 0 

iii i o 

8- (3— <-yf)Vfir) - 2 -*=f-)V- 3 - (2-^an-5-n^> 
10 -6, T-^tKn-SH-^P^y^ [d] [l, 

5- a] try 5 v>> • 



ZK*^-^ h V (68.9m g ; 6 0 % in oil) <D^$ J —)V (17ml) f& 




OCH3 



346 



WO 112/(153565 



PCT/JP01/U58] 



W^s 0°CX\ 3-7±f-/^^y^y (2 5 2rag) as J; t>*###J 7 T- 
M5tL^^#J (3 0 0mg) »^L, lB#r H m#t^ 0 £^«MU 

^f-^ : 5 : l) T'M^Lfdo l»tO'Ct'4NM-ii 

^fvV (0.2ml) ^P^ N lO^lig^U tC«lLT, gT©tltti 

^-f^mmi^m (27i.im g ) &#fc c 

T L C : R f 0.57 : M^fvl^ 2:1) ; 

10 NMR(300MHz ; CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H) ; 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd ; J = 8.7, 2.4Hz, 1H), 4.27 (quint J = 6.3Hz, 1H) ; 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

15 mt&m 1 1 

8- (4-^^7x^) -2-^^/1^-3- (2-^^-4-^ h 
i/7^=-/v) -6, 7-^tKD-5H-V7D^ [d] t'^'n [ 1 , 
5 — a J try r^y 




OCH 3 
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#%$J 7 -?M)&LttLfc&tb ' ( 3 0 0 m g > h*ci/x-*> (3m]) 

Ml^.i^f^i^Hayl (I 3lmg) N S8^7^!^A (1 
lmg) \ MJ'7*i>l/*^7-<y (4 8mg) *3 iOlfOKtt h U 9 A 

(2mi) s^n^u 5mwmm : ^Ltz 0 ^^m^nu mm^ 

!7 AT^lf, mm L7c„ y 77 7A^vh^77^- (~ 

1 

^f*^ : mm^^=5 : 1) T*8t§8LT, •UT^mm^ir ^MMit^ 
m ( 2 2 2 m g ) %#7c 0 

TLC:Rf 0.41 (^^rf-> : SKxf;w= 3 : 1 ) ; 
10 NMR(300MHz ; CDC1 3 ) : 6 7.72 (d, J = 8.1Hz, 2H), 7.36 (d. J = 8.1Hz. 2H), 7.19 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz ; 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s, 3H),2.14(m, 2H) 0 

15 mmm n ( 1 ) — 1 1 ( 5 ) 
mm 11(1) 

20 8- (2, a o 7^~/V) -2-/J-J^-3- {2- ^^;V- 4 - 

/ Y$ri/y -6, 7-^tKn-5H-i/^D^ [d] h'yV 

n [1, 5- a] t c !l *i?>-fflm 
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XI 






•HC1 








-CH 3 




^CH 3 



OCH 3 



TLC : R J T L C : R f 0.38 : 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 7.91 (d, J = l.SHz, 1H), 7.70 (d, J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8 8.4Hz ; 1H), 7.11 (br d, J = 8.1 Hz. 1H), 6.90 (d, J = 2.7Hz, 1H), 
6.81 (dd, J =2.7, 8.4Hz ; 1H), 3.77 (s ; 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m, 2H) 3 n2.09 (s, 3H) 0 



1 1 (2) 



8- (3-MJ7;utn^f^7x-;U) -2-^^-3- (2 -7^ A- 
10 -4-> Y*i/7^~M -6, Ko-5H-^P^ [d] 

t°7y'n [1 , 5 - a] h'!)5^y 

.CF 3 




OCH3 
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T L C : R f 0.27 (^M^ : ^SSt^/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz, 1 H), 6.89 (d, J = , 
2.7Hz, 1 H), 6.82 (dd, 3 = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.20 (s, 3H),2.18(m, 2 H) c 

mtmn 1 (3) 

8- -2-^^-3- (2-^5vV-4->b 

^v^^-yV) -6, Kn-5H->^n^ [d] [1, 

10 5- a] t°y 5^ - MI 




OCH3 

T L C : R f 0.23 {^-fy : g^:n^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) 0 



mmm n ( 4 ) 

8- (3, 5-^op7s^) -2-j?~fr-3- ( 2 - p< fvl— 4 - 
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^^7x^)-6, 7-i?t Kn-5H-^P^ [d] 1^7^ 
P [l,"5^a] t°y 




OCH 3 



T L C : R f 0.50 ^ : W^^= 3:1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H) C 

10 HMffiJi 1 (5) 

8- ( 2- ^~;V) -2-7 t f/V-3- {2-/^^-4-^ h=¥ 

v-7^-;U) -6, 7-i/tKn-5H-^o^ [d] h'yy'a [1, 
5- a] t°y 5 i» 
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OCH 3 



T L C : R f 0.38 : g^pifvW= 3:1) ; 

NMR(300MHz ; CDC1 3 ) : 6 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz. 
1H) ; 6.82 (dd, J = 2.7, 8.1H2 : 1H), 3.84 (s : 3H), 3.04 (m : 2H), 2.81 (m 3 1H), 2.62 (m, . 
5 1H) ; 2.27 (s, 3H) ; 2.20 (m, 3H), 2.17 (s, 3H), 2.15 (m, 2H)„ 

mtMffl 1 2 

4 Y*r*y7 ol-jV) -6, 7 - v>t Ko - 5 H- */9 v^<>$ [d] fc° 
10 7)/o [1, 5-a] k c U v^V 



r JJ (2 1 Omg ; 63.1 %in oil) ©T f7t Kn7?> (1 
0ml) |Rfltt^ x u yg^ocTvl, ( 8 8 0 m g ) Sift"? 30^ 




OCH 3 
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mmwLtc 0 Rfommz.. xm&Lt-ik&wi (8 2 0m g ) &m%.,- 
4W?n%mffiLtz 0 frfcmmm%nmtTy*~9J±7kmm aomi) 

5 (^^rf-> : mm^^=8 : 1 -> 7 : l) Xi^M LT N ^T^MM&W 
1-S«H^^«5 (l.lOg) £#fc e 

TLC : R f 0.48 (^l^ : @fcBfc.x9vU = 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, .1 = 8.1Hz ; 1 H) : 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (ra, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6 H) c 

mmm 12 ( 1 ) - 1 2 ( 4 ) 
mmm 12(1) 

8- d-^w^y-i, 3 -v^-^y- 2 --ff-iv) 

-3- (2-^f/^-4-n^7i^V) -6, 7-v ? tKo-5H- 
20 v^n^V* [d] t'yyn [l, 5- a] t 0 !)^^^ 
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O O 



XX 



N(CH 3 ) 2 




OCH 3 



T L C : R f 0.55 (BB^M ; 

NMR(300MHz, CDC1 3 ): 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = 1.8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
5 3H), 2.30 (s, 3H)„2.16 (brs, 6H) C 

liji 2 (2) 

8- (2, 4-;/t^y-3-^yf^) -2-^^-/^-3- ( 2 - ^ 
— A-tY^i/y^—fl,) -6, 7 - v>t Ko - 5 H- u^>? [d] 
10 t 0 yyn [ 1 , 5 - a ] fc° y 5 i?> 

o o 



T L C : R f 0.34 i^-fy : fUfcrcfvl^ 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 16.93 (s, 1H) ; 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 

3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 




XX 



OCH3 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H) : 2.20 (quint, J = 7 .2Hz, 2H), 2.18 (s, 3H); 1.95 (s, 
6H) e 

jlflSfll 12(3) 
5 8 -If* (j. h^v^/l^-zu) tJ-iv—l-fJ-jV-Z- 

4 \-*t*S7 s.—fl'} -6, 7-^tKo-5H-^0^ [d] t c 
r/n [1, 5 - a] t°y $ i>> 

o o 




och 3 

T L C : R f 0.18 : g^g^fvl^ 3:1); 

10 NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, .1 = 7.5Hz ; 2H), 1.31 (t, 
J = 7.2Hz, 6H) C 

15 mt&m 12 ( 4 ) 

8-« (:=■ h^rv-^y^^/W tf'/l'- 2-^^-3- 
4-^ h^7i=^) -5, 7 — v 5 1 Kn-7D [3, 4-d] 
[1, 5 -a] t e !l ^i^y 
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OCH 3 



TLC : R f 0.28 (-^^rf-> : ffl&3L=f-jv= 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.28 (d, J = 8.4Hz ; 1H), 7.08 (d, J = 2.4Hz, 1H), 6.9) 
(dd, J = 8.4, 2.4H2, 1H), 6.12 (s, 1H), 5.11 (s, 2H) ; 4.95 (s, 2H) ; 4.41 - 4.20 (m, 4H) ; 
5 3.84 (s, 3H), 2:39 (s, 3H), 1.33 (t ; J = 7.2Hz ; 6H ) 0 

mm 1 3 

8- (1, 3 -t Kd^v-- 2 -7"n tVU) -2-7^^-3- 
,V_4-^ hari/^^-/^) -6, Kp-5H-v^p^^ [d] 

10 t°7^P [1 , 5- a] t°U 5 v?^ 




OCH3 

7/l^>#ffl^Tx Ilil 2T^t7tib^ (3 5 5m g) ©JEtRv 5 
oifvWn-TVW (7ml) ^{C, — 7 8°Cl? 1 MvW y^n f/UT/V^ — 
Ky K (3.94ml £?i§TLfc 0 ^«SrO°C^#^ 
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U 4.5Bt B ltfLt frjfcmmzt? J-/l< (3ml) ^ITL, 

!)AW7^ovb^77>f- (^1^ : ffigt^fr= 3 : 1) Tit 
5 iU J£ilT©«btti[«rWi-5SIS^* (2 6 0mg) &#7t D 
T L C : R f 0.50 p p /Jvl^ : p< * y — 9:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.13 (brd, J = 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, 1H), 4.97 (m, 1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H) : 
3.59 (m ; 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) C 

10 

HMffil 1 4 

8- (1, 3-i?t ¥)V) -2-^^-3- 

,1,-4-^ Y^i/y^-jv) -6, 7-^tFn-5H-^D^ [d] 
t°7 y n [ 1 , 5 - a ] fc° y 5 




(26.0m g ; 6 0%inoil) ©DMFMH, O'CTHHs 
{fill 3-C^Lfdb^ (1 2 0mg) ©DMF (2ml) iS^TUfc. 

a ^-fb* 7-^ (81.0^ 1) SrSTFU lNFWJti^Ufc. 
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Tftjftfts ^Wis (5ml) %1}\\Z-XfrbMffiLti 0 mm*i/V$?fr% 
Worf^7 ^- (^^t^:im^^=3 : l) t?ftMLT> ^ 
T®«tefc&W5IR]Bft;£fc (58.7m g) «rftfc c 
TLC : Rf 0.80 (g^oifvV) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz ; 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, 1= 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz„2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) 0 

i 

10 HjfcflJ 1 5 

8- (N, N -i/^^/W^^/l^ ^vW) -2-^^—3- (2-^ 
^-4 l>Jf->7i^) - 6, 7 Kn-5H-^ [d] 

t^y'o [i, 5- a] try 



o 




OCH 3 

15 H«!l 1 2 T*^5t Ltzit^ ( 4 1 0 m g ) <D*$ J—JV (1ml) ^ 
t£ N 2 4t)f^W$; (491mg) © 5 0 %**»SrJP^ 90°C 
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I 

5:D uT<Dmm^t ^MMit^m (102.7m g) &#fc 0 

T L C : R't ' 0.55 {^^y : ^mfvl^ 1:1) ; 
NMR (300MHz,. CDCI3) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94 (m, 5H), 
5 2.72 (s,3H),.2.36'(s,3H), 2.24- 2.10 (m,8H) c 

CI 




10 TKSt^ YV$J* (2.6 g ; 62.6% in oil) fM^AT 5K (80m 

1) Sg^^x 0°CT2-^na-4-t Kn^i/^yX7;Wf k K (10.0 
g) ©^^f^/WAT^ K (5 0ml) Wfct: 1 5^{niTU 3 0 
#^«#Lfc„. KJ«i$$fctex 0tT'3W^ (4.2ml) ^10»t 

^isT«, iiU, OT©4fettffiS:Wi-SSJl^'» (10.7 g) £#7c 0 
TL C : R f 0.61 : fr= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) 0 

20 

1- (2, 
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##fy8T0^Lfc^fe (5.0 g) Omtt^lsy (UOml) tm\z. 

mmt^m (loj g ) ^jox., ?kmTs 7^-/^x7 d6.9 g ) & 

5 fc 0 fcJ&m i &yd(D^*y->' (5 0 0ml) mfflB*. f sV ti^f/V ( 3 0 g ) 

^&#\ *>i§L7c„ ^y^/i^^i^/M^^ (10 : 1) -e$fc# 

•7b^77^- (^f-^ : I1fg^^= 1 0 : l) TltMLT, ^T^fe 
tl^ttSW^ (6.6 g) &#fc c 
10 T L C : R f 0.82 : ffi&3-?-jV= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s, 3H) C 

1 0 

15 1- ( 1 \?~;v) - 2-V n n- 5-^ h^rV^^if > 

\ CI 



###<J 9 *?»3iL;fc.fb£4b (1.98 g ) Ofh7tKo77^ (20ml)» 
- 7 8°CT* 1.57M©n-^/HJ^^^^f->18SR (8.2m 1 ) %^JP 

20 *PU 3!>{^^ (0.46ml) fcin*., O'CT 1 ftlJQfttt Lfc 0 
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A- (^*-fis : mm^^= 1 0 : l) tltlU, ^T©l)i4^t§ 
t!Ste£% (0.89 g) &&ft B 

TLC:Rf 0.69 (^^rf-^ : Sg^^= 5 : 1) ; 
5 N MR (300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H) ; 6.91 (d, J = 2.7Hz, 1H), 6.73 
(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) D 

#%ff'J 1 1 

5 - tr* ( h y ^ ^vi^ y /u) r ^ y - 2 - v-r / - 3 - ^ f-/^- 4 ~ ( 2 

10 -^nD-4-^^y7x=;l/) t c n—/V 

CN 




OCH3 



3 o^wmm^t.mt^y^^ (8 3 2 g ) k % 7vv=?>K&~r\ ^ 

^y^7^5 = !)^t: Ky K (13.8ml) £^ifiT-t$>o< «3Jp^, 15^ 

M«i*bfc. s^^m^tfc^s #%^Ji 0T«3tufc^* (11.6 g) 

15 <D h y 7<?VW>y/l^7- K (4 6ml) 2 5^»tTJP^feo 2S# 

s^ifiat-eftjpu ^^^w^T*^b7t 0 ^«£^y#<?>#7 

TOVdmUZft-tZmMik-SVo (9.5 g) ^ fc«fcOTJ£$$>£ LT2-^ ( h 
20 y^^/^y/V) 75/-5-v'7y-3-^f/>-4- (2-^pd-4 
b^i/7x=;i/) t e o-^ (5. 2g) &#7c c 
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TLC : R f 0!34 (^i^^ : ^01^=10 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14 (s, 9H) C 



2 

i 

5 -75 J - 2 -i/jy - 3 — ff-jV- 4-. (2-^pp-4-t< Y*-s7 

CN 

HN 

H 2 N 




OCH 3 



10 l-eiStifLfd-fb^ (6.27 g) (50ml) igjfcfc, 

1 N*iwk^- h y ^a*^ (15.4m 1 ) ^^?a-e7jp^, 1 wm^mmmL 
mmLx, &rF<Dimm&mirz>mmk&® u.78 g ) &#7t 0 

15 T L C : R f 0.20 (^1^ : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J - 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 



H»] 1 6 

20 1 -v-TV- 2-^^- 8 - t Kn=3f-^>-3- (2-^n-4-^^r 
*S7^=.)V) -6, T-^tKP-SH-^n^y^ [d] fc c nn [l, 
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2 - a ] t° y 5 




OCH 3 



2xmm\,ftit^ (4.15 g) &/bv^ n«g^ji tm«©»f^^ 
ffft*>z.b\z£<3x. uTommmft-tzmmik&m (1.35 g ) &#fc„ 

5 TLC : R.f 0.15 (-^^f-^ : I^^^/V= 1 : l) ; 

NMR(300MHz, DMSO-d 6 ) : 8 12.25 (brs, 1H), 7.31 (d ; J - 7SHz, 1H), 7.20 (d, .1 = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s 3 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H) 0 

10 HMffjl 1 7 

l-v'7/-2-^f;v-8- (3-^yf;i/7?y) - 3- 
' -4-^ b^r^7x^) - 6, 7-^tFn-5H-^P^ [d] 

t c DD [i, 2 -a] try 
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P - 4 - ^ f^r->7 m^/l/) -6, 7-v>fc Kp-5H-v^p^ [d] , 
t'OD [1, 2-a] t^v^y (I8 0mg) £J3^T, HWJ 2 t W\U 
5 ©»^?rt(aoT, ^TOt)t4{fi^Wi-^^TO^ (1 1 2m 

g) &#fc e 

T L C : R f 0.36 ( h/^^ : |^^f-/V= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.25 (d, J = S.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz : 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03 (t, J = 7.5Hz,3H) c 

17(1) 

1 -v-TV- 2 -^^vU- 8 -y/D tVWT5 J - 3- (2-^no-4- 
15 ^ y*i/y ^~?V) -6, 7-^tKP-5H-y^D^ [d] t'PP 
[1, 2-a] 




0CH3 
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T L C : R f 0.39 : W^^/^= 3:1); 

NMR(300MHz, CDC1 3 ) : 8 7.26 (d, J = 8.1Hz, 1H),,7.06 (d, J = 2.4Hz, 1H), 6.89 



3H) : 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) C 
##^J 1 3 

5-7^-4-^77-2, 3-v^^-l- (2-^^-4-^ 
10 )V) t c P— )V 



2-^^-4-^^7 = !)y (lOg) COY)V^y (12 0ml) 
T±h^y (6.43 g) £3 it^p - by^V^y^^ • tK?P^ (4 4 
mg) &JP;U ^#)^2 0#^»31^LfCo S^^fe^^S^Ms 
15 vpy^Ml/V (4.6m 1 ) %M?L, 12 0#P B 1»3f »?C tfc 0 ?££P L7c£j« 

m*%1rZWM4k£M (5.73 g) £#fc e 
T L C : R f 0.65 (^f"^ : ftK^^= 1:1); 
NMR (300MHz, CDC1 3 ) : 6 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) D 



5 (dd, J = 8.1, 2:4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
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mtMM 1 8 

-6, 7-^kKo-5H-^D^ [e] fan [2, 3-b] \?V 

5 




OCH 3 



3T§^£Lfc^-£fe (4.0 g) <7)-<^i£^ (4 0ml) v- 

1 

^ p^^^y y (1.46m 1 ) &J;0p - h ;Vzz.-y x /Isfr^Wt • Tkfnfe (4 0m 

10 %m&mmLtz c t^=?>-#is^Ts »i*7^7tKn77> (th 

F) (8 0ml) » N 0°CT'2M!]f r)A^y/a t >7 5 K (15.7 
ml ; THFf I) %1)U?L, MtT'ML, 5 0WUc o Kl&m&Vo 

15 77^- mm^M ^mmLx,&T<DMmmu*fti-6MMi\:&® (2.85 

g) £#fc„ 

T L C : R f 0.51 n n /ftA-A : ^ ^ / — 10:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2.10 (m, 2H), 1 .97 (s, 3H), 1.90 (s, 3H) D 
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mmm 1 9 

2, 3 - t?^ 4 - xf ;l/^;^=^7 ^ ; - 1 - (2-^^-4- 

* \>3ri/7aL~>V) -6, 7-^tFD-5H-^n^^ [e] t c P p 

[2, 3-b] t°yi>> 



H»Jl 8T^itLfcfb^ (6 OOmg) ©THF (60ml) &&\Z., 
0°CT- h!JiW$> (5 2 0m 1 ) fcJil^P t°^->^^ p y K (18 

ttffl[S:Wi-S»H4b'g'«5 (4 5 1mg) £#7c 0 
T L C : R f 0.60 p p afcyUA : / ? J -vU= 10:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.30 (m ; 1H), 7.08 (d, J = 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (m, 
3H) C 

mm 2 o 

2, 3-^f/V-4-^nt>7^;-l- (2-^?-;U-4-^ 
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, .in 

i 

-6', 7-^kKP-5H-^D^ [e] k°no [2, 3 

-b] t e .y i>y ■ 




OCH 3 

HJiS#ll 9T'^5tLfdb^#) (4 5 1mg) ©THF (5.0ml) f&m\Z s 
5 2M*7^^W^7^ Fllfr (4.8ml : THFSffi) £*P;L 5B#Pb1 

*7A^nv 3rf->- : g^^^= 1 : 1) X'ffimLX, 

10 OTOWM^-t-?.IIM^^ (2 6 8mg) &#fc„ 
T L C : R f 0.47 (^l^ : &&t^<?-;i,= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.09 (d ; J = 8.7Hz, 1H), 6.85 (d, J = 2.1Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H) : 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) C 

15 

mm\ 2 1 

2, 3-v^^vL— 4- (N-^^^/V^-^-N-^n tVl^T 5: y ) - 
1- (2-^^-4-7* Y**/7^=.;l>) -6, 7-v ? tKn-5H-V 
^n-O^ [ e ] fnn [2, 3-b] t°!)v^ 
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OCH 3 



mfcW2O'?9mi,1t4t&V0-(2 3 4mg) <DmW?^s (3.0ml) $ 
T^=^>#fflflTx 0TO^W^> (3 6 0ju 1) 
n o!)K ( 1 3 4/i 1 ) £#G;i, l BtPTO # Lfc 0 Rj£jS£to& 

^7A^wv>^77^- (^^^ :ft!6^/U=2 : 1) T'ffMLT, 
&T©4M4«&W1--58Sib£4fc (2 4 2 g) &#7c, 
T L C : R f 0.57 (^df-fl-^ : g^g£^A-= 1:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.11 (m, 1H), 6.90 (d 5 J = 2.4Hz, 1H), 6.85 (dd, J - 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz ; 2H), 2.87 (m, 
2H), 2.20 (s, 3H) ; 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) 0 

15 jij 2 2 

2, 3 - i^^ f/l'- 4 - i^^D t>7 y - 1 - (2-*?-/y-4-* 
i/yxL-M -6, 7-^kFn-5H-^n^ [e] t'n p [2, 
3-b] fc'JJv 5 ^ 
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OCH 3 



mmm 2 1 vmm Ltzit^m ( 2 4 2. m g ) &;b^t , h«j 2 0 1 mm 

©»lT^^iaot, WT^^W%^i-5t^b^ (18 2mg) 

5 T L C : R f 0.45 (^-f> : @ ; f|^^= 3 : l) ; 

NA4R(300MHz, CDCI3) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2^88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) 0 

0 

mmm 22 (p 

2, 3-v^^/V-4- (N-^A— N — <y^/VT^ J) -1- (2- 
^f;/V-4 -7< h^r^^^^/U-) -6, 7-^tFP-5H-y^n^y^ 
[e] fc'PP [2, 3-b] 
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■mm i s -eM3t Litit^^ x vft s -r s K&m *m v x 1 9 



-^H»J 2 O ^H»iJ 2 1 2 2 t mM(D%kit&ft b Z. t \Z £ oT N 

5 TLC : R f 0.41 (^^rf"> : Jgm^-^= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 



1 5 5 »J 1 0 0 te&fcfc. 

• 8- (3-^^7 5/ ) -2-^^-3- (2-^^-4-^ h 
*i/?^^jV) -6, 7-^tKn-5H-^o^ [d] t°yy*o 



10 3H) C 



[1, 5-a] t°v^i?y 



5.0 g 



0.2 g 



0.1 g 
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-mHm^^-^ 4.7 g 

5 -f^T^MLMML, %mz.ZVW1&%tik-U 17y^20mgCg 

i 1 

. 8 _ (3-^y^ 7 ;y) - 2 - 3 - (2-^^-4-^ h 

3^:7 r^/V) - 6, 7-i/tKo-5H-^P^ [d] 

[1, 5-a] t°y 2.0g 

10 • -v->— h— ;V 20 g 

• S^TK 500m ] 
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* (D 




5 

10 JfH\ C = Ol£fcteC = S£3t;bU 
R 2 te 

(ii) C 1 ~ 8 T/l^/K 

(iii) C 2~8 7;^^;K 
15 (iv) C 2 ~ 8 T/^^^/K 

(vi) CF 3X 

(vii) v-T / N 

(viii) - Fp, 

20 (ix) N R 9 R 1 0 R 9 ^J:t/R 10 «^tim^3ALT, 
(ii) C 1~4 TA-^K 



373 



WO 02/(153565 



PCT/JP01/J1581 



(hoc 3^1 oo¥ifc.L< fe~m&i%mm, 

(iv) 1 ~4flg^g*J^T-, 1^2m<b&%M¥fe£X$/*tz\*1^2m 

I, , 

(v) C 3~1 0©^i^L<ttZMifC\ h t< ttl ~4j®^M 

•-t-s 3~i o&<o%mhh<\±-m : &tii%mr?m&£titici~4T 

(x) OR 11 (SI 3 , R 1 1 

10 (ii) C 1 

(iii) C 5 ~ 6 ©Mil, 

(iv) i ~ 2m<ommw^, i mmmm^xxi/^tzit i ra^an® 

(v) C 5~6©^^t) t< «1 ~2f@£>^fl^, lffi©i^*^*3 

(xi) S H, 

(xii) S(0) n R 12 (£*\ nlJO, 1 £7cte2£»U R 12 « 
(i) C 1 ~4 7;^;K 

20 (ii) c 5 ~ 6 ommm, 

(iii) i ~2m<omMwfr. i fi^sswf-fc j;t>v*fc« i m<omMm 

25 ZfrlfcC l~4 7/^/^«Pt 0 ) , 

(xiii) COR 11 , 
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I, 

Wv)COOR'\ 

(xv) CONR vs R 10 , 

(xvi) C3^iooiit)i< ft-mft&xm, 

(xvii) 3 ~4{H<7)g|{tJiW\ 1 ~ 2f](D|^J^ : f-jo J^/^fciS 1 ~ 2ffi©% 

i 

(xviii) An^yf^, CF 3N OCF 8N ^>7A ^hn v NR 9 R 10 V OR 

i 

l \ =N—OR 1 \,SH N S(0) n R 12 , COR 11 , COOR 11 , CONR 

9 r io N c 3~i o©^it)i< it~m^mm. nsxxfi ~4m<o&&m*. 

1 ~ 2 ^©IfcStjBSC^ «t Ji 1 ~ 2 ffl©filt3t Hi* 5 3-10 

1 ~4 7;^/l-^^L, 

R 13 ft 
(OzklffJICT-,, - ■ 
(ii)C 

15 (iii)C 2~4 7;^=/K 

(iv) C 2~4T^=7K 

(v) C3~10OMt)L< f4-»5*$3liat, 

(vi) 1 ~4ii©M^il^ L , 1 ~2B<D&&m*&&Xfi/1Zltti 1 ~2{iOUii 
20 (vii)C3~l 0©IStL<ft-I^llT\ Jcfcfil -4^0)^1^*, 

i ~ 2m<Dmmm*te&x$/iztztei ~ 2m<DBnm¥*^i-z> 3~i o 

M^¥Stt> L< «-g|^||STgm£frTl^ C 1 ~4 T^/I^it^ U 




25 ttCl~4T^^7K C 1 ~4 7^^X ^n^V^^^t/C F 3 ^b31 
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5 (i) 1 ~5j|S(7)R 14 l:g^$^T^^^t> t< \t$MWk<DC i~8 7;^K 

(ii) 1 ~5{@<DR I4 Tffi^$tLTl^/^t> b< f±£lff$©C 2~8 7/^^ 

(iii) 1 ~ 5^R 14 Tg$&£HTV^/^ t< &&Eg$©C 2~87;l^~. 
10 (iv) N R 4 R 5 (Sip, R 4 feJ:t/R 5 tt^^tL^AlLTs 

(ii) l~5{S£)R 17 -Cg$l$tlTl^/^t> L< tt&tg&<E>C 1-157 

(iii) 1 -Sfli^R^Te^tlTV^;^ L< «*Sg^©C 2~ 1 5 
15 T/Wr-/K 

(iv) l~5j@OR 17 Tg^^tlTV^^^b<fi^g^«C2~l 5 

(v) 1 ~5j@^R 18 Tgm£HTV^^t> L< (i|»C3~l 5 (O 

20 (vi) 1 ~5f@^R 18 Tfi&£tlTV^^ L< teM3&<£ 1 ~4j|Htf> 

^■f 5 3 ~ 1 5 1©M t L < liZiSIif ^tfctc ) s 
(v)OR 6 R«fi 

(DzkifJ^ 

25 (ii) C 1 ~ 1 0 T/V^r/K 

(iii) C 2 ~ 1 0 
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(iv) C 2~1 OTVl^-zK 

(v) 1 ~5{SI<£R 18 Tli&£ftTV^;6^ L< f«gi&OC3~l 5© 

(vi) i ~5fli]<^R 18 Tft*&£;Ti-tv^^t> t< te&MWw i ~4f®<£ 

ft5 3~15l©^itL< " HS?HI*ai, * 7c fi 
(viO^o^^JS^-, CF 3N OCF 3N - fo, N R 9 R 1 ° N O 

R n v =N-OR 1 \ SH, S(0) n R 12 . COR 11 , COOR 1 ', 
CONR'R 1 ° N 1 ~5ji0R 18 T«^$HTV^^^^ t< Mff&O 

io c 3~i o (D^mh l < n-m^mm, &&xfi ~5{@©R i8 -eg^ 

t< ~2l@-e«#l£nW6C l ~ 

15 (vi) S H N 

(vii)S(0) n R 7 nttf&fBfc ft U R 7 te 

(i) C 1-8 7M/K 

(ii) 1 ~5 jHOR 18 T-tt^$HTV^5>^^ L< ItmM&VC 3~1 0(7> 
20 (Hi) 1 ~5#l<DR 18 ^ff&$nTV^/^t> b< f±#HSSlO 1 ~4<@© 

(iv) 1 ~5 m<DR 18 -Cg&£;ftTV^^ L< fi$ft&<E>C 3~ 1 0 

<o%m h t < « - * fc » i ~ 5 fin co r 1 8 -esm $ tlT V > 
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(viii) CO.R\ 

(ix) COOR 6 , 

K i 

(x) CONR 4 R\ 

5 (xi)NR 8 COR 6 ° R 6a f3 

I 1 

(ii) C 1 ~ 1 0 7/1^ /K 
(Hi) C 2~1.0 7;H=/K 
(iv) C 2~1 OT^^r^/K 
10 (vl^o^ygt, CF 3 , OCF 3 , >7A =hP^ N R 9 R 1 °s O 

R n \.=N-OR n v SH, S(0) n R 12 x COR ] \ COOR'\ 

(xii)NR 8 cboR 6 m*p, R 6 femmtmcMM*mfc>L, R*n 

15 (OzkHJlH^ 

(ii) C1~8 7/^;K 

(iii) C2~87/^-/K 

(iv) C 2~8T^= 3 r~/K 

(v) l~5{@©R 18 -Cfi^$tLTV^^^^ L< &mW$:(DC 3~1 0© 

20 mss *> l < tt-ma&jKat, 

(vi) 1 ~5|@©R 18 -t?S^$tlTV^/^ib L< {i«Sft^(D 1 ~4f@<£ 

SBKIB^ i~2iHo|^||^*5J;t) $ /*fc{j;i ~2j@ofl£|tjg-T-&^ 

(vii^P^JDSH^ CF 3N OCF3, VTA = fn, NR 9 R 10 , O 
25 R*\ =N-OR 1 \ SH N S(0) n R 12 N COR 11 , COOR 11 , 

CONR 9 R 10 , l~5m<DR l8 ^M&£frlT\,^frhL<ttMW&£> 
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I 

c 3 ~ i 'o vrnn h b < it - m^mms & x xi 1 ~ 5 b<d r 1 8 -cggi 

b< «-»S;^ai^fe®«nsSi~ , 2^"Cfiife$HTv>5c 1 ~ 

5 4 7;vi^S:*i?t. ) n 

(xiii) NR 8 CONR 4 R\ 

(xiv) l-S^CDR^Tfim^Tl^^b^^fi^CS-l 5 

(xv) 1 ~ 5fflO-R 1 6 Tft&£iXTV>5#>fc b< fci&B&<& 1 ~4fl<£>^Sfjg[ 

R lla «(i)7X^il^> (ii)Cl-47^;K * (HO C 5 ~ 6 

4^t4 1 ~ 2^<dm^-7-, i f@©st*j^-?fc «fct^/*^tt i mom^m* 

15 R 14 ^(a)^P^>JI^s (b)CF 8N (c)OCF 3 , (d)V7A (e)^hP, 
(f)NR 4 R s , (g)OR<\ (h)=N-OR\ (j)SH. (k)S(0) B R\ (1) C 
OR 6 , (m)COOR 6 N (n)CONR 4 R\ (o)NR 8 COR\ (p)NR 8 CO 
OR 6 , (q)NR 8 CONR 4 R\ (r) 1 ~ 5 ficDR 1 ^K&^frl/CV^frli b 
<(i«©C3~l 5^Sit b< JiZlSt^Siit, 4 fell (s) l~5fi<0 

20 R^T'g&SftTl^^fc b< te*&g&£> l ~ 4 ti^g^lg^-, 1~2#|<D 
I^^^J:^/*fc{il~2j@«^m ; f-^^i-S 3-1 5l©¥It) 
b< tt~ai5*aBIfat «:3tfrU 

R 15 ft(a)Cl~87/^K (b)C2~8 7/^=/K (c)C2~87/^ 
~/K (d)Cl~47/V3^ (Cl~4) 771"*7K (e)^P^>-JgH\ (f) 

25 CF 3X (g)OCF 3N (h)^7A (j)-fn, (k) N R 4 R 5 N (l)OR\ (m) 
SH, (n)S(0) n R\ (o)COR\ (p)COOR\ (q)CONR 4 R 5 N (r) 
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NR 8 COR\ (s)NR 8 COOR\ (t) N R 8 C ON R 4 R 5 N (u)l~5{@© 

R 2 °-?m&£}ix^zfrhL<\*mw&(oc 3~i o<D#3thL<\iz.m& l 

J%mm, (v) l~5tl(DR 20 Tgm$^^TV^^^ 1 bL<(i^ig^^l~4j@O 

asmc^ i -2m<ommm^^/%it[t 1 ~ 2^o^^^^i- 

5 5 3~10l©Mt>L<[±3SIII, (w)^B^yl^ CF 3 , OC 
F 3 N ^hn N N R 4 R 5 „ OR 6 , =N-OR\ SH N S(0)„R\ 

COR 6 , COOR c \ CONR 4 R 5 , NR 8 COR\ NR 8 COOR 6 , NR 
8 CONR 4 R\ 1 ~5{@©R 20 Tfi&£;aW5;6>t> L< fi&&fi&<0C 3 
~1 0©^SRt t< «-SR^3d3R, &J:l5l~5fi©R 2 °-?ffi&£;ixT^ 

R 1? «(a)^n>rVj^^ s (b)CF 3N (c) OCF 3 , (d)->7A (e)=fn, 
(f)NR s R 1( \ (g)OR n \ (h) = N-OR 1 \ (j)SH N (k) S (O) n R 1 2 , 
15 (l)COR a \ (n^COOR 11 . (n)CONR 9 R 10 , (o)NR 8 COR 1 \ (p) 
NR 8 COOR 1 \ (q)NR 8 CONR 9 R 1C \ (r) 1 ~ 5 1@©R 1 8 B T*g&£;fr 
TV>5a>kL<fi*Sg&(E>C 3~1 SOMtiKltZl^m ifefcte 

(s) i~5m<DR ls *xw&£friT\s^fri>L<i$mw®:<D i ~4{®<£>^iyp; 
20 1 5*©^^ t< tt-n3?a#jit$Taffc> u 

R 18 «;(a)Cl~47;^K (b)C2~4 7H=;K (c)C2~4 7/^ 
~/K (d)^n^^-T-, (e)CF 3x (f)OCF 3 , (g)t/7V* (h)=hn, (j) 
SH, (k)S(0) n R 12 , (1)NR 9 R 10 N (m)OR'\ (n)COR n , (o)CO 
OR ] \ (p)CONR s R 10 N (q)C5~6^*S, (r)l~2i©t», 

*fctt(s)C 5~6©^«^^{il~2{@0^*ig^ N HBOg^H 
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I 

!l 

i 

i x$/iz n » l m rimMMtttti: a 5 a. » 6 ji (Dmrnm^m.^ £ 

R 18 'li(a) Cl ~4 7/V^K (b) C 2 ~4 TA'tr-ZK (c)C2~4 7^ 
dr^/K (d)/NP#>M?-> .(e)CF„ (flOCF,; (g)'>7A Q0=>o, 
5 (j)SH,'(k)S(b) n R 12 , (1)NR 9 R ] \ (m) O R 1 1 \ (n)COR 11 , (o) 
COOR", ^fcte(p)CONR 9 R 10 £»'U 

R 19 J2C 1~47T/^K Cl~4 7>3^ ^n^rVjgHK CF 3s O 
CF 3N -hn N 7^ A NH (C1~47M^) „ JcfcftN (C 

1~4 7/^) - 2 &&fc>U 
10 R Wi)l~5^<DR 16 ^£oTg$&£;ft-TV^C 5-1 0©fi<bt< 

(ii) l~5{i^R 16 ^J:oTg^$tlTV^ 1 ~4Hl£)g|?fj^ l~2fi© 

15 R 16 te, 

(a) C 1 — 8 7/V3VK 

(b) C2~8 7;^^/K 

(c) C2~87/V^;K 

20 (e)CF 3N 

(f) OCF 3 , 

(g) v-ry, 

(h) =hn, 
(j)NR 9 R 10 N 

25 (k) OR 1 \ 
(1) S H, 
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(m)S(0) n R 12 (ztfcU 7i=/l^ttt8jl<; ) x 
(n)COR'\ 
(o)COOR U s 
(p)CONR 9 R 10 , 
5 (q)NR 8 COR 1 \ 
(r) N R 8 C O O R 1 \ 
(s)NR 8 CONR 9 R l \ 
(t) C 3 ~ 1 0 O^att L < tt~»S^*gt, 

(u) l~4#KE>gHig-T\ l~2fi(DlM^jo c ti;/tfc(il~2i@M^ 

io 3 ~i oM<DmmhL<it-m^Mmm. $.tzi* 

(v)^D^r>|t. CF 3S OCF 3 , i/'TA N R 9 R 1 0 N OR 1 \ 

=N-OR 1 \ SH N S(0) n R ls \ COR 11 , COOR n s CONR 9 R ] 
\ NR 8 COR ] \ NR 8 COOR a \ NR 8 CONR 9 R 10 N C3~10© 

15 J f-*5J;U { /*^«:l~2^©?5E||Jl^^^-i-S 3~l ol©^it>L< » 

fcfc'U (1) X&ilJW^gfJHB^ Y&JltFZ^^JgT-, U#CR\ 
/$>o R 1 O R 6 fc^fcrf t # % R 3 14 1 fi©^ a yyt'ti $ frlfc 7 * ~ A\ 

U?- hD-elft$^fc7xs;Hi«b$f, (2) X, Y*5cttKZ^^ 

25 

2. X^Sli^ Y^^^T&9 N Ufc^ttZflS^fjOi^fctt^ 
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mm® z tc nth, b (oymm. 

]0 5. X, Y, Zfeit/U^^^-, W#§g£jpSC^Tfc5»#0f£Bl 
6. -JR* (I) 5£ 




15 ^$tt5«* s C4'-6^*gl"CfcS!l*0*fiHl^fB*0^^ -tOllS 

7. (i) <k a; 




20 T^^tLSS^^m^^ ^^*fcf±«»^>^< fcfc ltt-^Wi" 



8. R 1 ^ 
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(i) l~5^<0-R 14 Tg^$tLTV^^t b< tt&Sgt&DC 1~87;^;K 

(ii) 1^5fi|^R 14 T-g&$;ftTV^^ t< nmWWh<DC 2~8 7/^~ 
'K 

(Hi) 1~51B©R 14 T'fi^$ttT^5^t> L<fi$§ffm<DC 2-8 7M = 

5 

(iv) NR 4 R\ . 

(v) OR\ 

(vi) l~5^©R' 1B T*g^$^TV^5^^L< nmW&<DC 3~1 5©^i 
10 (vii) l~5{|iI^R 15 TS^$tlTV^5^^L<{•iiEfi^0 1~4f@O^Slig 

•7s 1 ~ 2ll«SfJm-?3o «fctV£fcli 1 ~ 2 3 ~ 

lSltDM'bKtiZS^ii R 14 &J:0R 15 teti*<DMi 

15 

9. -is&zxi) x^ztizit&m^ d-i) 



R 1 




20 -€-*i£>©tM^ 0 

1 0. -fl£5£ (I - i ) ^ 5£ 
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5 11. -JK5£ ( ] - i ) * % 




$ ft 5 tt^ft b 

10 

12. R 1 ^ s NR 4 R 5 "Cfc'9 x ^o(a)R 4 ^(i)7K^^Tfct)> R 5 ^(ii) 
l~5jii^R 17 -ettm$ftTV^§^^L< fi^ff^C 1~1 5T/V^/K 
(Hi) l~5fB©R 17 "Cetfc$ft'0>3a> 1 b t< (4iIftOC2~l 5 7H 
=/K (iv) 1 — SiHlOR 1 7 TS|ft$ftTV^^ 1 b L< f:£3Sg&<7)C 2~ 1 5 
15 7Vl"*=/K (v) 1 ~5{@©R 18 T-E^$ftTV^^^^ L< ttliiOC 3~ 
1 5©^lt)L<&lTOII, *fctt(vi) l~5fi©R 18 ttt^lT 
V^i>fcL< {^ttmC0 1~4fKD^mi^ : f-. l~2{B^3(|Jg-?-*3 it// 

l ~ 2 fflOfltHtJBS-T-Sr'&Wi-S 3-15 L < tt-fltsSfc* 

20 (b)R 4 ^(ii) 1 ~5{gKDR 37 T-g^$ftTV^^t> L< ««iS^C 1~1 
5T^3VK (Hi) 1 ~5fflOR ,7 -CgJfe$ftTV^5^t> L< (4«ft^©C 2 
~1 5 (iv) 1 ~5{@<?>R 17 -egm£ftTV^^t> b< ttiMtife 

©C2~l 5 7Vl"¥=/K lf:lj:(v-l) C 3~ 6 ©¥i©«il"Cfc ^ , 
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R 5 ^(ii) 1 -5B<DR J7 ^W&£nT^Z)frh L< ililiOC 1-1 5 
7Vl^/K (iii) l~5<g©R 17 Tit&£;h/rVS;6> 1 b L< ttit^©C2~ 
1 5 7/^=/K Gv) l~5{®^R 17 Tttm$^TV^^t) L<fi&fi&<Z> , 
C 2~i 5 7^^=;K (v) i~5{@<DR 18 Tfi&$;ftTV^/^L< fi^g 

5 ^© C 3 ~ 1 5 OMt) t < liZTOii, (vi) l~5iOR 18 T'I^ 
*LTV>5fl>fc L< Bill© 1 ~4»»>PiH\ 1 ~2#l©^M-^*3 «fc 
U t /*fc«:i~2ft©fl(E3SI®- : f : Sr^i-5 3~i b M<ommh L < n~m^ 

10 TkfPfec 

13. (i) X'TjkZtnZik&mtfR (i-ii) 




1 4 . — Jftjfc ( I -ii) tp, 5£ 
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1 5 . -$5£ ( 1 -ii) * s 




16. R'iSNR^^t), ^o(a)R 4 ^(i)7K*^Tfc'9^ R 5 /$$(ii) 
l~5|@CDR 17 Tri^£;ftTV^/^t>L<te^®&©Cl~l 5TA"¥/K . 
10 (Hi) l~5fi^)R 17 -ett^$tlTV^^^^L<{i^gm©C2~l 5 7/^ 
=7K (iv) l~5{@<DR 17 ^tt^£tlTl^6;^L<te«^C 2-1 5 
(v) 1 -Sfi^R^-Cg^flTV^^ L< l±*li©C3~ 

i 5©m^l< n-m^mm, *fc«:(vi) i~5ii(DR i8 -egm$nT 

(b)R 4 ^ (H) l-STOR^TttJ&^Tl^^lX IIII^OC 1-1 
5 (Hi) l~5ilH(DR 17 -egi^$HTV^§^t ) L< tt^gm^C 2 

-1 5 7VWr=/K (iv) 1 ~ 5 i©R 1 7 Tff$£ft L < tt&£g|fc 

20 ©C2~157M^/K *^fi(v-l)C3~6 0^gl©iafP^3!fjR-^fc!9x 
R 5 ^(ii) I~5m(VR l7 XWWk£tlT^Z)fri>L<ltmW&<DC 1-15 
T/I^/K OH) l~5j@<DR 17 Tgm£;ftW5/^L< ft &Sg&<£> C 2 - 
1 5 7^-/K (iv) l~5^<7)R 17 Tgt&£2lTV^;^& L< tt&Sg&© 
C2-1 5 7/^=/K(v) l~5l®(£R 18 Tg#l£tlTl^fr>t) t< 

25 t©c 3~i 5©^ait l< it-mtfcmm, (vi)i-5imoR i8 -cgm£ 
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UV&fcte 1 ~ 2#©BS^-? Sr^^"i-5 3-15 M^gl^ L< 

5 

l 7 , fc-grfctf, 

(1) 8- (3 --<>?VV7^ /) - 2-p<fr;V-3- (2-^/V-4-^ 
- 6, 7-ytKo-5H-y^n^ [d] t"r/o 
[1, 5-a] 1 if]/:- v^, 
10 (2) 8- (N-xf/l/-N-n-^f/l'7$7) - 2 }> fvV- 3 

- (2-^^;i/-4-^ f^ry7x-^) -6, 7-;/tKo-5H-^ 

n^v^ td] f7^n [l, 5- a] try 

(3) 8- (N-yni £71'— N — (2-tKo#i/if/l/) 757) -2-7« 
fv>-3- '( 2-^/1'- 4-^ zil~;U) -6, 7-v ? tKc-5 

15 H-v'^o-^^.C'd] t°?y*P [1, 5- a] t°})*i/>, . 

(4) 9- (3-^>^frT^;) -2-*?-jV-3- {2 - A - * 
Y^yy ol—)V) -5, 6, 7, 8-rf7t F0-f7 v /n [3, 2-b] 

(5) 8- [ (2S) -1, l-y^h^v7^-2-^/U]]7^-2 
20 -j*?7V-3- (2-^^-4-^ -6, 7-v^tKo 

-5H-y^P^ [d] t^y'P [1, 5-a] t"]]?^ 

(6) 8- (1, 3-v^ h^r^^n/N°>- T S 7 - 2 -7< ^A— 
3- (2-^^-4-^ \>**S7*—A') -6, 7-^tKn-5H-y 
^n-^>^ [d] t7^a [1, 5-a] tT 'jj « 

25 (7) 8 -If* (2-^ h^-^f-M 75y-2-^f/V-3- (2-7^ 

-6, 7-v^t Kd-5H-^ u^l/f [d] 
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t7y'o [1, 5- a] t°]J $i?^ N 

(8) 8- (3-^yW5y) -2-^5vV-3- (2, 4-^on7 
i^/V) -6, 7-i/tKD-5H-^o^^ [d] [1, 5 

-a] t°y 

5 (9) 8 -$*r?vV7 ^ y - 2 - ^f-;V- 3 - (2-^^-4-^ b^>7 
an/l/) -6, 7-^tFn-5H-^n^ [d] t°7 N /n [l, 5 
-a] t°y ^v>>\ 

(10) 8- (N-xf/V-N-n-^f/V7 5;) -2-^^-3- (2, 
4-^od7j-;V) -6, 7-^kKP-5H-^n^ [d] t c 

10 7 x /o [1, 5-a]b°y 

(11) 8 - v^^^ n tVl^^ ^ y - 2 - ^ f 3 - 

4- ^ f^a^) -6, 7-v>tKo-5H-^P^ [d] t c 

7V'p [i, 5- a] try ^y, 

(12) 8- (3-^yW$y) -2-^ f=3rV^^-3- (2-^5vU 
15 -4-^Ry7x^) -6, 7->ytKP-5H-y7P^ [d] 

t e 7 x /cJ [l, 5 -a] t 0 !)?^ 

(13) 8- (3-^f^7 5;) -2-^^-3- (1, 3— SWMM' 

iJV) -6, 7-ykKP-5H-y^P^ [d] t^y' 
p [1, 5-a] t°y ^y, 
20 (14) 8- (3-^W5/) -2-^^-3- (3, 4-^f^y 
-6, 7-ytFn-5H-^P^ [d] t°7/P [l, 

5- a] k°!J S v>>\ 

(15) 8- (3-^yW$y) -2-^07*^-3- 

4-^ fdr^7^-7l^) -6, 7-v?kKP-5H-^P^ [d] t° 
25 [1, 5-a] try 

(16) 8- (3-^f^7 5/ ) -2-^^-3- (2-^f^-4-^. 
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Y*ci/7s.=./p) -6, 7-i?tKn-5H-^n^ [d] t'^/n 
[1, 5- a] .\?y.§i?y s 

(17) 8- O-^^/VT^y) - 2->f y^n \£jv- 3- (2-y^vW- 
4-y h^fi/7i^). -6, 7-i?t'KP-5H-^o^ [ d ] t c 

5 [1, 5 r a] ^!J^y, 

(18) '8 - (2-if^7Y^7 5/ ) -2-^^-3- (2-^fvV-4 
-n^V7i^) -6, 7-i?kKD-5H-^n^ [d] \fy 
y'u [l, 5-aO t°y *S?> % 

(19) 8- ( 3 <^f-7VT ^ 7 ) -2-^Wt^f;V-3- (2-^^ 
10 -y F^i/7i-^) - 6, 7-yt"KP-5H-v'7n-<y7 [d] 

t°7^D [1, 5 -a] 

(20) 8- (3-^yW^7) -2-y^/w-3- (2, A-i^^^-jvy 
^=.j\,) -6, 7-7kKn-5H-^n^ [d] t^^/c [l, 5 

-a] try 

15 (21) 8- (3 — <^JVT^/) -2 — (2, 5-y^f^7 
^-/i.) -6, 7-7kKo-5H-y^n^ [d] t°y^n [i, 5 
-a] t°y^v^ 

(22) 8 -V^Py^/VX 5;/* -2-/^/1^-3- (2- A- * h^r 
v-^oi-/^) -6, 7-7tFo-5H-V^D^ [d] t°yyn [l, 

20 5 -a] try 

(23) 8- (N-x^-N-^p7WU) -2-^^-3- (2 
-^yV-4-n^77x^) -6, 7-ytKn-5H-^D^> 
* [d] tf^yp [1, 5- a] t°yi;i>>\ 

(24) 8-(7 P n/^>-l ( 3-^— ^- 2-^/V) T^y- 2-y ^/V- 
25 3- (2-^^-4-^^771^) -6, 7 -i>t K P - 5 H - V 

^n^>-^ [d] f^/P [l, 5-a] 
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[ 
i 

(25) 8- (3"^.y^7 5y) -2- (2-7]; /V) -3- {2-t^JV 
-4-^ f'9ry7x^) -6, 7-^tKP-5H-^n^ [d] 
t°7^/n El, 5- a] h°y 

(26) 8- (3 -^-yf-jVT % J) -2-7 (2-^^-4- 
5 ^ f*^7a:s)>) -6, 7-i?kFo-5H-^n^ [d] 

i 

P [1, 5 -a] 

(27) 8- (S-^W^xf^) T^y-2-^^-3 - (2-^ 

t°7/o [1, 5-a] t°y 
10 (28) 8- (N-^^VV—N- (2-^W^yxf-;t/) 7^7) -2- 
{2-*J-;v-4-?- Y*i/7^~Jl') -6, 7-i?tKn- 
5H-^P^ [d] [1, 5-a] tf!J5t?> % 

(29) 8- (N-^^vl— N- (2-i^^vl-T^ /^^) 757) -2- 
7<^-3- (2 —tfiv— 4-/ Y*ci/7^~;V) -6, 

15 5H-^o^ [d] [1, 5-a] fc'U^v^ 

(30) 8- (4-^7°3-/UT^y) -2-^f-/U~3- {2-^^JV- 4- ^ 
Y*i/7aL=zjV) -6, 7-^kKo-5H-^P^ [d] ^7^0 

[i, 5-a] t°y ^y, 

(31) 8- (2-7^7^7) -2-7*^-3- ( 2-^^-4-^ h 
20 ^^7^^/U) -6, 7 —i?t Ko-5H—77D^y^ [d] h'yy^D [l, 

5-a] fc°y^v^ 

(32) 8- (N-^d f^-N-i/^ o/n W W ^ / ) 

-3- (2-^^-4-^ /^) -6, 7 — v 5 1 K o — 5 H — 

i/^p^y* [d] fy/n [l, 5-a] t°y^^>, 
25 (33) 8- (3-^<>^T^y) -3- ( 2 - * 4 - * h =>r a — 

)V) -6, 7-i?kKD-5H-^o^ [d] t 0 7/p [1, 5-a] 
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(34) 8- C (2R) - 1-/ y*^7*$^-2-s( ;V] T ^ J - 2- t^fr 
-3- (2-^f/l/-4-^ b^^7x^) -6, 7-i/tFn-5H- 
v^n-O-^ [d] t°7 s /n [1, 5- a J t°y 
5 (35) 8 - [ (2S) 75;-2-^fA- 
-3- (2- 4-/ b^r^7x-^) -6, 7-^kKa-5H- 
V^D-<y^ [d] fyy'D [1, 5 -a] tl?^^ 

(36) 8-iX^P^>'^7$;/-2-^^Vl'-3- (2-^^;W-4-^ b 
^tv^-A-) -6, Kn-5H-^a^y^ [d] fcT^/o [l, 

10 5 - a J t" y 

(37) 8- ^ S) -2-*f-/l'-3- (2, 4-^7^0 

-6, 7-^kKo-5H-^o^ [d] M°yV*v [l, ' 
5- a] tfJJ $v^, 

(38) 8- (3-^yW5y) -2- w yjvarutj-jv- 3- (2-* 

15 Y*i/7aL=zfr) — G, 7—Z?t KP-5H-^o^[d] 

\?7V*u [1, 5 -a] h°V \ 

(39) 8- (N-^^VU— N- (2-p« h^rv-^f-^) 7^y) 

-3- (2-^^-4-^ h^->7^^7V) -6, 7-i?tKo-5H- 
^p^* [d] t c 7y'o [1, 5 -a] f!I5^ 
20 (40) 8 -^n^W5y-2-^f^-3 - (2-^^-4-^ h 
ol=-)V) -6, 7-v>t Ko-5H-^p^ [d] fc'^/n [l, 

5- a] try 5 

(41) 8- (N-^p^-N- (3-^fvV) 757) -2-^^-3 
- (2-^^-4-^ h^-is? -6, 7— S?fc Kn- 5 

25 [d] t°7^/D [1, 5- a] t°!J v^, 

(42) 8- (d-^yf-^T^ y) -2-^^-3- (4-* h^V7x- 
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M -6, 7-^tKn-5H-^n^y^ [d] t'^/P [1, 5-a]' 

try 

(43) 8- (3— <>-^T^y) -2-^fy^n^-3- (4-^ b^y. 
T-^-yv) -6, 7-ytKn-5H-y^DX^ [d] f^/n [i, 

5 5-a] ey^v^ 

(44) 8- 3- (2 4-* b^V 
7x=/l/) -6, 7-ytFn-5H-y^D^ [d] t c ^ x /o [1, 
5-a] f^yy, 

(45) 8~ (3-^>W^/) -3 - (2, 4, % - YV *?-A>y 

10 -6, 7-i/tKn-5H-y^P^ [d] VyVv [1, 5-a] t c 

(46) 8- (l-y^P^/Hf^ T$y- 2-^^-3- 

Y*i/7 -6, 7-i>t Ko-5H-y^n^y^ [d] 

t'^yp [i ( 5-a] t°y 

15 (47) 8- (3— <yf/I/7 5/) -2-^^-3- (2, 3-v 5 ^^- 
4-p<h^V7^-yv) -6, 7-ykKP-5H-y^n^ [d] t° 

7y'p [i, 5-a] t°y ^e?y, 

(48) 8- (3-^^^T^y) -2-^^-3- (2, 5 -v^^A— 
4-p< h^v'7 3i=/l/) -6, 7-i?tKo-5H-^P^ [d] t° 

20 7^/p [1, 5-a] t°y ;i^y, 

(49) 8- (N- (2, 2, 2-^)7^03:^) -N-V^P7 P D^ 
^f/l'T-;;) -2-^^-3- (2-^f"^-4-^ 

-6, 7-v?kKP-5H-y^n^ [d] [l, 5-a] t c 

y $ 5^ 

25 (50) 8 - (2, 2, 2 - by 7^oxf/i/) 75^-2-^^-3- (2 
-^^-4-^fW*=/V) -6, 7-i^t Kn-5H-y^n^y 
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9 [d] tr^3/n [i, 5— a] trysts 

(51) 8- y) - S-U, 6-^^-4-^ f^y 

y^.^)V) -6, ,7^tKn-5H-^o^y^ [d] t°7^/D [l, 
5-a] 

5 (52) 8— (3-^W5;) -3 - (4, 6-v>y^/W-2-y J^v" 
7*^^) -6, 7-^tKo-5H-^o'^ [d] t c ?y*n [l, 

i 

5 - a] try 5 

(53) 8- -2-^^-3- (2, 

4-^ h^y7x^) -6, 7-ytKP-5H-^o^ [d] t° 
10 7/n [1, 5 - a] t°Kv>>, 

(54) 8- (S-^^^T^y) -2-^^-3- (2, 6-S^?vV- 
4-^f^7s=^) -6, 7-i?kKP-5H-^D^ [d] t e 
7^ [1, 5-a] t°y 5v^ N 

I' i' 

(55) 8- (3-y5vW<;/^>- 3-^/V) 7^-2-^f;W3- (2 
15 -y^-4 'r/ Y^-yy^^jV) -6, 7-i?kKn-5H-^n^ 

* [d] t7y'o [i, 5-a] try 

(56) 8- (3-^yf^7 5 7) -2-j*f7W-3- (5-^nn-l, 3 
-v^^riM ^Jfy- 6 ->f/w) -6, 7-'^tKp-5H-^a^ 

[d] t°7^n [i, 5-a] try 

20 (57) 8 - (N-xf/lz-N-^y^T^y) -2-^^-3- (2-^ 
^ /V _ 4 _^ ]sdf-i^7a=/U) - 6, 7-S?t Ko-5H-^n^[d] 

t c ^y'p [i, 5-a] try 

(58) 8- ( 3 -^V^T ^ J ) -2-^^-3- (2-^DP-4-b 
y 7)VOrxi* f^7x-^)-6, Ko-5H-y^n^[d] 

25 t'^/B [1, 5-a] fy^v^ 

(59) 8- (3— ^is'J-frT % J) - 2 - y fvV- 3 - (2-^DP-4-y 
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Y**/~7 — 6, 7-^kKB^5H-:>i?D^ [d] t°7 N /n 

[i, t°y 

(60) 8 - '(N-.<<>^- N- (2-^ h^^^) 7?y) 

/U- 3 - (2 -^fvP- 4 Kv'7x-;l/) -6, 7 — 1 K n — 5 H 
5 -V* n^i^ '[d] t°^y"D [1, 5- a'] k°y $ v>>\ 

(61) 8- (3-^W5;) -2-^^-3- (2-* 
5-i?^7x^) -6, 7-5?tKP-5H-^D^ [ d ] t c 
7)/n [1, 5 -raj t°y Sv^s 

(62) 8-73i^/Wr$y-2-^^-3- (2-^f-/V-4-^ 

10 i^;U) Kd-5H-^^p^V^ [d] t^y'n [l, 5 

-a] t'P^v 5 ^, 

(63) 8- (2-7<^/U7^^yW) 7^7-2-^ 3 - ( 2 - p* fvl'- 
4-^h^V^^- 1 ^) -6, 7-^kKP-5H-'^tJ^ Cd] t° 
7^p [1, 5 -a] try 

15 (64) 8- (3-^>^7^^/H 7^-2-^^-3- (2-^fvV- 
4-^ f^V7 -6, 7-^tFo-5H-'^D^ [d] t° 

r/p [i, 5 -a] t°y 

(65) 8- (4-^^y^-^) 7^-2-^^-3- 

4 f#^7x^) -6, 7-^tKP-5H-^P^ [d] t° 

20 7y ( p [i, 5 -a] t°y *S» N 

(66) 8- (N-y^^/U-N-yu M'jVT^;) -2-^^-3- (2 - 
pl^Vl— 4 h^r^7^-/^ -6, 7-^kKP-5H-^P^ 

[d] t°yVu [1, 5- a] kl 

(67) 8- (N-^'>-N-7 , Bk*/U75y) -2-^^-3- (2- 
25 f^s-yi') -6, 7-i^kKn-5H-^n^ 

[d] k°7/n [l, 5- a] k°y >v?y N 
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(68) 8- (N, N-S?7Vfr7$y) ~2-/f-;U-3- (2-/^/U-4 
-*Y*i/y a^ — M -6, 7 -S?fc Kp- 5 H-i/# P^>* [d] t*7 
N /o [1, 5- a] t°y ^v>>\ 

(69) 8- (3 ~^y=5-)V7 % /) - 2-/J-/U- 3- (2- 4 -i> 
5 ^;V7^/7x^) -6, 7-i?t Kd-5H-^d^ [d] t c 

r/0 [1 , 5 - a] b o y 

(70) 8- (1-7i=/1/^p^7U) -2-^^/1—3- (2-^5vW 
- 4 -t» h^r->7^^/l^) -6, 7-i?t'Kn-5H-^o^ [d] 
t'yy'n [1, 5- a] k c y 

10 (71) 8 — (N — {2-y ^=.)V^jV) -N-^D \£)V7% J) -2-^ 

Ar- 3- (2-^^-4-^h^i/7i=;l/) - 6, 7-v J tKo-5H ' 
-v^n-<^ [d] t7 7n [1, 5- a] t°y$;v^ 

(72) 8- (N- (3 - 7x^7d -N-7o tVl'T 5 J) -2-^ 
^-3- ( 2-*=f-}V- 4 f^v^^/V) -6, 7-v J tKP^5 

15 H-^^a^^^ [d] t°7y f o [1, 5- a] fc°y^>\ 

(73) 8- (N- (4-^^-7^^) -N-7Df^7^y) - 2-^^ 
^~ 3 - (2 -^^-4-^ h^rv-^^.-^) -6, 7-^tKn~5H 
-*/tn^$ [d] t°^y'n [l, 5 -a] v^y, 

(74) 8- ( 1 -7^-)V- 2 ~-ff-JV) 75. J -2-t^lV-Z- (2 - * 
20 h^ri/7^-/V) - 6, 7-^h Kn-5H-^P^[d] 

b^/o [l, 5- a] t°D ^ v^, 

(75) 8- (1 3— T\y~2-^f-jU-3 - (2- 

[d] t°^y*n [l, 5 -a] t o y5v>>\ 
25 (76) 8 - (N- (4- *=?)V7 -N -^n tVl^T ^ J ) -2-^5" 
/V-3- (2 -^A—4-y- h^rv^^A/) -6, 7-v ; tKn-5H 
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-i/#v<yjr [d] fyy'D [l, 5- a] fc°y vv?^ 
(77) 8- ft*- (4 -^^7*=^) ^f^-N-^nkWT^) -2 
-^f^S- .(2->f;l/-4-^ h^7x=;l/) -6, 7-5?kKn 
-5H-^D^-[d] [1, 5 -a] t'JJ^v 5 ^ 

5 (78) 8- ON-' (3-^/>7x^) -N-7a tVl^T 5 7 ) 

/U-3- (2-^^-4-^ Y* s sy *-)V) -6, 7-v ? tRo-5H 
-V^D^^i? [d] t°7^n [l, 5- a] t-y^v 5 ^, 

(79) 8- (N- (4 F+v'7i^) ^^-N-7°d fc°/U7 5 y) - 

3- (2 -^^-/V- 4 h^">7nL^/W) -6, 
10 n-5H-^o^ [d] t7y'0 [1, 5-a] t°U^v?>\ 

(80) 8-,(N- (4-7 an? ^f^-N-^D tWj^y) -2 
-^^-3- (2-^f^-4-n^7x-^) -6, 
-5H-^d^ [ d ] tyy'P [1, 5-a] k'JJ^^ 

(81) 8- (N- -N-7 P D tVUTS: 7) - 2 f" 
15 (2 -^^-4-^ b^rv^^/V) -6, 7-^tKP-SH 

-v-^p-O^ [d] [l, 5-a] t°y^v^ 

(82) 8- O-^^W^y) -2-^^-3- (2-^W5A 
-4-^^;Vt°y v>>- 5 -AJV) -6, 7-^kKP-5H-y^o^> 
* [d] t'yy'v [1, 5-a] fc°y$v^ 

20 (83) 8 - ( (2 S) h^v— 3 -7*=^- 2 -T^P fcT/U) 757 

-2-^^1—3- (2-^^vU-4-^ h^v^^/U) -6, 7-i/t 
Kp-5H-^p^ [d] t°7^o [1, 5-a] t: o y5:v?>\ 

(84) 8- (N- (4 -^fvt^^^/W ^^-N-7*nW5;) 
-2-^^-3- 4-^ f^v-7^^/1^) -6, 7-v^t 

25 Kp-5H-^p^ [d] f^/P Cl. 5-a] bfy^v^ 

(85) 8- (N, N-v J 7^;V7^y) -2-^^-3- (2-^/P-4 
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h#->7xi;V) -6, 7-i?tKD-5H-^o^ [d] t°7 
y'n [l, 5- a] t°U Sv>>\ 

(86) 8- (N-^f^-N-7Y^7^y) -2-^^-3- 

/U- 4 h^ri/y -6, 7 - v>t Kn - 5 H — i/f v^y? [d] 

5 \?7V*U [1, 5- a] t"!I > -^y, 

(87) 8- (N- (4-^f;V7i=/V) ^f;WN-7*W^y) - 2 - 

(2-^/^-4 h=¥->:7 ^~/V) -6, 7-i?tKP- 
5H-^D^ [d] t^y'D [1, 5-a] fJJSi^ 

(88) 8- (N- (4-^^^^^/W) tf-jV-t*- {2-* Y^-y^JV) 
10 75/) -2~^f}V-Z- (2-J^/u-4-/Y*^7^~/ls) -6, 

7-^kKP-5H-^D^ [d] t°yy*P [1, 5-a] fc°y$^ •' 

(89) 8- (N-V^ c7p N- U-^fvl^ct—yV) yfvVT^y) 
-2-^^-3- (2 -^^-4 ^^xi/V) -6, 7-S?t 

15 Ka-5H-^D^ [d] t^y'n [l, 5-a] fc 0 J)$v5> N 

(90) 8- (N-^D7*DWf;l/-N- (4-^f^7x^) y^ 
7?7) -2-^^-3- (2-*<?-/U-4-* -6, 
7-i^tKP-5H-^P^ [d] t°yy*P [i, 5-a] fil?^ 

20 (91) 8- (N, N-v^n If JUT $ J) -2-y?vk-3- (2-^^- 
4-^ h^«>7x=^) -6, 7-ytKP-5H-^n^ [d] t c 
7^n [1, 5-a] t°y S 

(92) 8 — (N — (4-.?<?vH7:*=/U) y^/V-N- (2-y^/V) T$ 
/") -2-^^-3- (2-^f;P-4-^^>7x=/V) -6, 7 - 

25 v?kFo-5H-^P^ [d] t°yy~P [ 1 , 5-a] t 0 ]}^^^ 

(93) 8- (N-yofcW-N- ( 2 - 7*^~JV) T^J) -2-^/1—3 
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- (2 -*?-jV-4 y$ri/7^—J>V) -6, 7-^tKo-5H-^' 
v^ls? [d] t°r/n [1, 5-a] fJJ^v^ 

(94) 8 - ( 5 - / ~/V7 %S) ~2-t <?)\>- 3 - ( 2 - ^ fvV- 4 - p< h ' 
dfV7*=^) - 6, 7-S?t Kd-5H-^d^ [d] [1, 

5 5- a] t°y 

(95) 8- (N-->^ n^y^/U-N- (4-^f^7i^) ^f/^TKJ) 
-2-^^/1—3- (2 -tf-As- 4 Y^^y^-M -6, 
Ko-5H-y^n^ [d] t'^'o [1, 5-a] 

(96) 8- (N-^oypWf;v-N- (4->f/W7s=;V) ^ 
10 -2-^^-3- (2-^f;V-4-^ b^>7x=/l/) - 

6, 7-v/tKo-5H-^P^ [d] [1, 5-a] t° D 

i 

(97) 8- (N— (4-7;^n7x^) ^ ^vU-N-^n t>7 5: / ) - 
2-^^-3- (2-^f;l/-4-^ h^r^x-^) -6, 7— S?fcK 

15 p-5H-^o^ [d] t^y'D [l, 5-a] t°H^ 

(98) 8- (N-i/^ n^f-^-N- ( 4 - ^ f/>7x ^ f)VT x J ) 

- 2-^^/1— 3 - (2 -^fW-4-;* h^^^cn^^) -6, 7-v?k 
Fo-5H-^n^ [d] t°yy*D [l, 5-a] hrjJSS^ 

(99) 8- (N-^/W-N- (4-^^/W7 3i=i7V) fvWT ^ -2- 
20 (2->f;l/-4-^F^7x^) -6, 

5H-^p^ [d] t°7/n [l, 5-a] f^v^ 

(100) 8- (N-^p tVl^-N- {4-Y3 7jVs?rti^3-/vy^-;v) 
^7 5/) -2-^^-3- (2-^^-4-^ h**S7=.~A') -6, 
7-^tKo-5H-^n^ [d] t^/n [1, 5-a] t°V*i? 

25 

(101) 8- (N-7°p fcVl'-N- (7f7t Kn77y-2 — f/u) 
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7^7) -2-^;V-3- (2-/^-4-7* Y*i/7^~;V) -6, 
7-^tKP-5H-y^n^ [dV fc'y'V u , [ 1 , 5-a] 

(102) 8- (N-^fvV-N- (2-^>^v;^5t7V) 7^/) -2-^^- 
5 /V-3-; (2-^^;V— 4-* h^v^i^/k) -6, 7-S?tKo-5H 

-V^n^i^'Ed] t e 7/p [l, 5-a] vyy, 

(103) 8- (N-^o tVl^-N-v-^ p^PfcVl-T^ 7) -2-^^-3 

- (2-^f;p-4-^ Ri/7i=;i/) -6, 7-i?tKn-5H-^ 
p^* [d]'k7y'o [1, 5-a] tfJJSS?^ 

10 (104) 8- h^rv^^) 7$/) 

- 2 f-/^- 3 - ( 2 -*3->V- A-^ Y**S7^=.;V) -6, 7 -v>t 

i 

Ko-5H-^d^^ Ed] [l, 5-a] t°l) v^y, 

(105) 8-(4-^f/U7$;) -2-^^/1—3- (2-^nn-4- 
^ fdf-v'7x=;U) -6, 7-^kKD-5H-^n^ [d] t'7y' 

15 p [i, 5-a] t°y 

(106) 8- (N-^oyokV^f^-N- (2-^3J/U) 75/) - 
2-^^-3- (2 -^^-4 Y*i/-7^~/V) -6, 7-v^tK 
P-5H-^P^ [d] k°7^/D [1, 5-a] t°!J^v>y N 

(107) 8- (N- (2-^h^v-^^) — N — (2-^^U/V) 7 S 7 ) 
20 — 2 — ^ ^/l — 3 — (2-^^/U-4-^ y**S7aL~>V) -6, 7 -v>t 

KP-5H-^P^!? [d] k^'P [1, 5-a] k-y?^ 

(108) 8- (2-^f-y^Z^y) -2-^^-3- (2-^f-/l— 4- 
p{ -6, 7-i?kKo-5H-^nX^ [d] t°yy* 
P [1, 5-a] t°y 

25 (109) 8 - (N-^n7°Df^f;l/-N- (4-^^/V7^^^) 

/VT5;y) -2-^^-3- (2-^^-4-7^ \>*c 9 S7 -6, 
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7-^tFP-'5H-^n^ [dJ.tr9.Vci [1, 5 -a] t° y 5 ^ 

>\ " 

(110) 8 (N-7°p tVP-N- (4 - b D 7;^n^f /^^^x-^) 

-2-^^-3- (2-^^-4-/- ^v^rc—yV) 
5 -6, 7-^tKn-5H-^P^ td] t c yy~P [1, 5- a] fc° 

(111) 8— (N — -N-i/^n^o tVL^^vVT ^ ,/ ) - 
2-^f"/^-3- (2-^bo-4-^K'>7i^) -6, 7-v^tK 
p-5H-^p^ [d] t'yVP'Cl, 5-a] fySS?^ 

10 (112) 8- (N^T'otVV-N- (3-^Ws-/V) ^ W5y) - 

2-^^-3- (2-^f^-4-^ f^>7s^) -6, 7-v^tK 
o-5H-^a^ [d] t 0 ^y*ci [1, 5-a] 

(113) 8 - ..(N- 7°p tVV-N- (2 -^^7*^^) ^W^y) - 
2-^^/>-3- (2-y^A~4 F^fV7i^) -6, 7-v^fcK 

15 p-5H-^p^ [d] My"/* [1, 5-a] t°y^v>>\ 

(114) 8- (3— -2-^^-3- (2-^pp-4- 
3^ -6, 7-^tKP-5H-^P^ [d] t°?y 
P [1, 5-a] t°y:-v^ 

(115) 8- (N-^f-Z^-N-^^v-^T^y) -2-p*?-/V-3- (2- 
20 ^^-4-^^7j^) -6, 7-^tFP-5H-^P^ 

[d] fyVP [1, 5-a] fc°y 

(116) 8- (N-^f;l"N- 757) -2-^^-3 

- (2-^^-4-^*'>7i^) -6, 7-v?tKP-5H-^ 

p-<y^ [d] t°yyp [i ? 5-a] t-y^v'y, 

25 (117) 8- (N-^f/W-N- (4-^7°^/!/) 7^/) - 2 fvl^- 3 

- (2-*f-jU-4-t Y*^7=l~;V) -6, 7-5?kKn-5H-^ 
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[d] k"7/p [l, 5 -a] t?JJ*^ % 
(118) 8- (N-v-^ n^/U-N-yn fcVl^T S 7) -2-^/^-3- 
(2-^^-4-^ fifV7i^) -6, 7 Kd- 5H-^ p , 
[d] [i, 5-a] tfy^v^ 

5 (119) 8- (N-^y^-N- (2- 5 /^fvlO 7 5/ ) 

-2-^^/1—3- (2-^^-4-^ h^v-^rc^/^ -6, 
Ko-5H-^DXy;? [d] M'y^xn [l, 5-a] t°y?v^ 2 

(120) 8- (N-T^ntV^-N- ( 4 - V p 7 cc /f/i/j^y) 
-2-^^/W-3- (2-y pp-4 -} f^^ct-A-) -6, 

10 Kd-5H-^d^ [d] t°y^n [ l , 5-a] t'D 

(121) 8- (N-v^ d^d kVMf;U-N- (4-7;^d7i^) t< 1 
f^7?y) -2-^^-3- (2-^pp-4-^ \>*:y7 - ' 
6, 7-^tKn-5H-i/^P^ [d] t°y/p [l, 5-a] t° JJ 

15 (122) 8-(3-^yf;U7 5/ ) -2-^^-3- (3-*CP-5- 
h ]) 7/^P^^t°y v ? V-2-^/^) -6, 7 -v>t Kp- 5H-^ 
p-<^ [d] t°?y*P [1, 5-a] t°U 2 

(123) 8- (N-^f^-N-ZP tVU-T 5 J) - 2 -^J-JU- 3- (2- 

h^v-y ^n/u) -6, 7 - v>t Kp - 5 H-i/^ p^<>^ 
20 [d] h°7^P [1, 5-a] b?y 5v?>\ 

(124) 8- (N-v^ p/p fcVV—N- (4 -7/^p^oi^/I/) ^fvI'T 
^/) -2-^^-3- (2-^0-4-^^7^^) -6, 7 
-^Kp-5H-^d^ [d] tfyy'p [l, 5-a] fc°y*S^ 

(125) 8- (N-^PtVU-N- (2-7^P7;c^^) /f;l/7^;) 
25 -2-^^-3- {2-*=?)V- h*i/7 3L-jU) -6, 7 -5?fc 

Kp-5H-v/7p^ [d] k'^/n [1, 5-a] fc°y$;v^ s 
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(126) 8- (N-/nt°;V-N- (3-7/^D7i^) tf-JVT^J) ' 
-2-^^-3- (2-^^-4-^^>7i^) -6, 7-v?t 
Kn-5H-i/^o-<^ [d] t^y'n [l, 5- a] t°y 

(127) 8 - v 5 ^^ n / d kVV> W 5 7-2-^^-3- 

5 -4-7^ F^^i^) -6, 7-^tKn-5H-^7n^ [d] 
t ( 7^C [1, 5 -a] t c y 

(128) 8- (N-7'f/V-N-^nt>7;7) -2-^^-3- (2- 

h*^7i-;>) -6, 7-i/t Kn-5H-V7n^^ 
[d] t° 7 y*n [1, 5-a] fcT U 5 v>>, 
10 (129) 8- (N-i^ dt'p tVl-^^^-N-yn t'/I'T 5 /) -2-;*^ 
A— 3- (2 P p- 4 h^->:7^/l/) -6, 7 — fc K p — 5 H 
-v^P^>^ [d] Vyy'u [i, 5-a] fc°y^v^ 

(130) 8- (N- ( 2-7*^-/1') -N-:/p \£JVT% J) -2-*?Jl'- 
3- (2-^ Y*i/7aL^/U) -6, 7 - Z? t Fn- 5 H- v- 

15 yp-<y^ [d] t°7^n [1, 5-a] fc°!J$^>\ 

(131) 8- (N-^^Vl'-N- (2-* hdrv-ai^/V) 7^7) -2-^f- 
iV- 3 - (2 -y D n- 4 a=./l^) -6, 7~v 5 tKP-5H 
-^>^P-<y^ [d] t°^y*P [1, 5-a] fc'ij^v^ 

(132) 8- (N-^o/n Wf/V-N- (4-7/Vtn7i=/V) ^ 
20 f-JVT^S) -2-^^-/1^-3- (2-^f-/V-4-p« h^rv-^zn^^) - 

6, 7-^tKn-5H-^^n^ [d] t°yy~P [l, 5-a] t°y 

(133) 8- (3— OJ-ZUTS. S) -2-^^-3- (3, 

t°y ^^-2-^/1^) -6, 7-^tKD-5H-^7D^y^ Cd] k°7 
25 y*P [1, 5-a] t°y ^v 5 ^ 

(134) 8- (N-^f/W-N-xf;V75 7) - 2 - * fvl'- 3 - (2-^ 
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n D-4 ~7 f^>7s^) -6,7 -i*fc Kn- 5 H-->7 P-<>^ [d] 

t'r/n La , 5-a] t°y • 

(135) 8-'(N-^'nyoWf^-N- (4-MJ7^o^f;U7 
^--^) ^W57) -2-75^-3- (2-7fvU-4-7 h*i/7 

5 x=;l/) : -6, ,7-^hKo-5H-^i3^ [d] ^'/o [l, 5 

- a] t°y *$?V N 

I 

(136) 8- (N—<^v7w-N- (2-^W5/xf;W) 7^7) - 
2-^^-3- (2-7^/1—4-7 -6, 7-v^fcK 
d-5H-7^p^ [d] k°7y'n [l, 5-a] t^v^, 2 

10 (137) S- (N-^v^-N- (2-^'f;W7 5 7xf;i/) 7 5 7) - • 
2-7^—3- (2-7nn-4-^ b^fy'7x-^) -6, 7-v>tK 
P-5H-^D^ [d] t°7/D [1, 5-a] v77 v 2 

(138) 8- (N- (2-^-/U) -N-xf^7^7) -2-7^-3 

- {2-*3-;V-4-*y$:i/7^=.;\s) -6, 7 -v 5 1 Kn - 5 H- v-7 
15 p-<>* [d] f 7^n [i, 5- a] t:°!J 5.v^ N 

(139) 8- (N- (2-:7^~A0 -N-^fvl-75 7) -2-7tM—3 

- (2-^oo-4-^F^>7i^) -6, 7-^fc Kd-5H-^ 
p^>^ [d] k^/n [1, 5-a] fpv^ 

(140) 8- (N, N-i?7nW$;) -2-7^-3- 

20 -4 -7 b^v-?^-^) -6, Kn-5H-^o^ [d] 

M'yy'u [l, 5-a"] t c y 

(141) 8- (N-7*p^-N- (4-^7/7x^) 7 5VKT5 7) - 
2-7^-3- (2-^f^-4-n^7x^) -6, 7-v^fcK 
p-5H-^d^ [d] t'yyu [1, 5-a] b'y^v^ 

25 (142) 8- (N-7'P tVl'-N- (3-7;^o7x^) 7^757) 
-2-7^-3- (2-7PD-4-^^77x^V) -6, 7-^fc 
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Kp-5H-^o^ [d] t°r/D [1, 5-a] l^U^y, 
(143) 8-^ntVV7^-2-^;k-3- (2, 5-^nn7i^ 
;W) -6, T-v^tKn-SH-^P^ [d] t^y'n [l, 5-a] 

5 (144) 8-t>ynkVUT5y-2-p<f-/V-3- (2, 4-^dd7i^ 
/I/) -6, 7-^tKn-5H-^D^ [d] t'y^/a [1, 5-a] 

t°y ^y s 

(145) 8 - t°/^7 =; y- 3 - - 
6, 7-^Kp-5H-^d^ [d] fc°^yp [1, 5-a] fJJ 

10 ;y>, 

(146) 8-^7°n tVUT 5: y- 2-^^-3- (S-^fvI^jtsM") - 
6, 7-ytFP-5H-y^P^ [d] k'7 v /P [l, 5-a] t°U 

(147) tviyr^ y- 2-p<^vv- 3- (2-y^y^^/v) - 

15 6, 7-^kKn-5H-^P^ [dj t°7^P [1, 5-a] \?V 

(148) 8- (N-7°n hVu-N- (-<yy* [d] 1, 3-S?t*)/7^-5 
-^aO ^w^y) -2-^^-3- ( 2 -y h^rv-y 
sl^/U) -6, 7-v?kKP-5H-^P^ [d] k c 7^P [1, 5 

20 -a] t°y * v?y s 

(149) 8- (N-^ntVU-N- H^y' [d] 1, 3 - v>;t3r y 7 V- 5 

y^viyr^y) - 2 -y^vw- 3- (2-y pn-4-y h^iyy 

» -6, 7 -v>t Kp- 5H-iXy n^y^ [d] t 0 7 7*P [l, 5 

-a] t°y ^e;y 

25 (150) 8 - (3 -^y^T^ /) -2-y^-3- (2-^f;l/7x^ 
/k) -6, 7-v>kKP-5H-^P^ [d] t°yy*n [l, 5-a] 
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t°y ; 

(151) 8-j3-^>-^Z^y) -2-^^-'3- (3-^f;V7i = 
A-) -6, 7-^tKn-5H-^n^ [d] ty^/n [l, 5 -a] 

t-y^v^ 

5 (152) 8- (3— O^-JUT^/) -2~**f-)V-%- ( 4 -^f-juy^=. 
)V) -6, 7-^tKD-5H-^n^ [d] f^o [l, 5 -a] 

i 

t°y ^ 

(153) 8- '(3-^yW5 7) -2-^5vt—3- 

4-y b^fv^^/V) -6, 7-yt Kn-5H-^o^y* [d] t 1 
10 r/o [1, 5-a] f]j 

(154) 8- (N— ' <^^-N-v^ n^p tVi/^ ^/l^T ^ 7) -2-y^ 
A— 3- (2-^^-4 -y h^v^^^-yl/) -6, 7-v>£Kp-5H 

-v^p-^ [dj t^y'n [i, 5-aj t°y^>\ 

(155) 8 - (N-^^v^/V-N--^^ P^n tVU-y ^/VT 5 7 ) -2-y^ 1 
15 ;^-3- (2-^nn-4-^ h^^7x-/k) -6, 7-v?tFo-5H 

-v^P^^ [d] M'yVu [i, 5-a] t°y^>\ 

(156) 8- (N-7/^-^-N- (2-:/f--;u) T$y) -2-y^/l— 3 
- (2-y^-4-y Y*^y^~;V) -6, 7-ytKn-5H-^ 

[d] [1, 5-a] t°y$v>>\ 

20 (157) 8 - (3 --<^/VT5;y) - 2 - y fvV- 3 - ( 2 - y fvV- 4 - 
7/VtD7i=^) -6, 7-^kKP-5H-^D^ [d] t°7^ 
P [1, 5-a] fc'y 5v>>\ 

(158) 8- -2-y^-3- (2, 

7^^/l^) -6, KP-5H-v^n^>^ [d] t°y^P [l, 

25 5-a] try 

(159) 8- (3-^W^y) -2-^^-3- (2, 4-v^h^ 
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<>7 i^yl/). - 6 , . 7 - i^k Fn - 5 H-;>^ n^X^ [d] t°7^n [l, 
5-a]"t°^$i^ 

(160) 8 J (3-^W5;) - 2 - fvU- 3 - (2-7^C2-4 
-^f/U7x-/V) -6, 7-i?kKn-5H-^n^ [d] tfyy* 

5 d [i,'5r a] ! try ^y, 

(161) 8- (N-y^vl'-N- (2-^'f--/^) 75/) -2-/5^-3 
- (2-'^pn-4-^Ki/7i=;V) -6, 7-5?kKP-5H-^ 
d^^^ [d] t°7,y*n [l, 5 -a] k°n^ 

(162) 8- (3-7 i f^-2-7'W57) -2-^^/V-3~ (2-> 
10 h'^^7x^)-6, 7-v>t Kn-5H-^n^[d] 

t°y y*n ,[ l , 5 - a ] t° y $ 

(163) 8- ( 1 u^iy;V^;VT % J ) -2-^^-3- (2- 
y^--4-> \>*r*s7 -6, 7-v , kKD-5H-^o^ 

[d] f7/P [1, 5- a] tlv^y, 
15 (164) 8- 5 y) -2-^^-3- (2-/f;W-4- 

^ f^fv/7i^) -6, 7-v>k Kn-5H-y^D^y^ [d] 

d [i, 5-aj try 

(165) 8- (2-^7*W^) -2-^^-3- (2-^/U-4- 
y h^iXT 7 ^-^) -6, 7-i?kKP-5H-^o^ [d] \?7"J 

20 n [1, 5 -a] t°y v7y, 

(166) 8- (1-/ b^rv'-2-7 0 Pt>75y) -2-^5^-3- (2 

h^riyy^^jU) -6, 7-^kKo-5H-^o^ 
* [d] h'yyu [1, 5- a] t°y^v^ 

(167) 8- (2-^W$;) -2-^^-3- (2-^^-4- 
25 ^ KV7x^) -6, 7-7kKP-5H-^P^ [d] t°yy* 

n [i, 5 -a] try 
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(168) 8- (1, 2, 3, 4-rf7kKnt7^1/y-l-^/V) T k J 
- 2-/^;V- 3 - (2-y^vW-4-y -6, 7-v?fc 
Kn-5H-v/^ p-O-^ [d] t°?y*n [l, 5 -a] t°U 

(169) 8- ( (IS, 2S, 3S, 5R) - 2, 6, 6-hlMfvHfi/y 
5 p [3. 1. 1] - 3 -^-f^-jV) TxJ-2-t=f-)V-?>- {2-^^JV 

h*^7^=-^) -6, 7-S?fc \?v-5H-iS?vs<y<? [d] 
t°7 N /P [1, 5- a] ^v>>\ 

(170) 8- ( 3 —^<^^-JVT % J) -2- ptosis- 3- ( 2-^f-^-4 - 
^qo7i^;V) -6, 7-^tKn-5H-^p^y^ [d] t'yy'v 

io [i, 5- a] t°y r^y, 

(ni) 8- (3-^yf^7-;y) -2-^^-3- (2, s-v^i^ ; 

v^y^zi/i/) -6, 7-i/t Ka-5H-^D^y^ [d] fc°yy*P [l, 
5- a] t°y 5 v»\ 

(172) 8- (3—<yW5y) -2-^^-3- (2-y K'>7,x 
15 -6, 7-^tKn-5H-^D^ [d] fc°yy*P [l, 5- 

a] t°V *V>^ 

(173) 8- (N-^/W-N- (4-tFD^f->7'f/l') 7?/) -2-^ 
fyV-3- (2-^f^-4-^ h^y^-yU) -6, 7-v>tKP-5 
H-'^p^ [d] t'7y'n [1, 5- a] fc 0 ])^^ 

20 (174) 8 - (3 -^yfvUT^ /) -2-^^-3- (2-^^f^-5 
-^y7°nt>7x-^) -6, 7-v^t Kp-5H-i/y p^y^ [d] 
t'7/n [l, 5- a] t°V*i?>^ 

(175) 8- (3-^yW^) - 2-y fvu- 3 - (2-yh^>-5 
-7/^n7 -6, 7-yt Ko-5H-^P^y^ [d] t°y 

25 7*d [1, 5- a] M°V ;i/y 

(176) 8- (N-y^/U-N- (4-7^tn7i=;l/) y^vl'T^y) - 
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(2-^nn-5-^ f^r->7i^) -6, 7-rv*fcK' 
d-5H-^o^ [d] t c 7^n [1, 5-a] W $*S>s 

(177) 8- (3-^y^;VT^y) -2-^f-;V-3- (2~7< h^V- 5 ' 
-^PD7x^) -6, 7-^tKo-5H-^P^ [d], k°7y~ 

5 n [1, 5-a] t°U 5 

(178) 8- (N-y^PT'o Wf^-N- (4-MJ7/^d^^7 

at^/V) -6, 7-^kKD-5H-^nX^ [d] [l, 5 

-a] t°y 

10 (179) 8- (3 -^y^f-jVT^ J) -2-^3-^-3- (2-^^-4- 
i/T/7^-7L-) -6, 7-v?tKn-5H-^D^ [d] t°7/D 
[1, 5-a] t°y 5v>>\ 

(180) 8- (N-^ntV^-N- ( 2 - 7 s h ^r^^) T ^ / ) -2-* 
9vW-3- (2-^nn-5-^f^7i^) -6, 7-^tFo-5 

15 H-v-^d^^^ [d] t°7^n [1, 5-a] t°y$v>>\ 

(181) 8- (N-^^Vl'-N- (4 -^A-f-^^n/V) p< fvl^T 5; / ) 
-2-^^/U-3- (2-^dd-4-^ h^i/7x-;l^) -6, 7-v^t 
Ko-5H-^p^>^ [d] t 0 yy*n [l, 5-a] t°!J^V>\ 

(182) 8- (3-^^/VT^y) -2-^^-3- (4 -^f-jUf-^-y 
20 ^-yU) -6, 7-^tFn-5H-^n^ [d] fy^/n [l, 5 

-a] tf!J 

(183) 8- (3-^W5 7) -2-^^-3- 

/7i^) -6, 7-i>tKn-5H-^o^ [d] t°7^n [1, 
5-a] tfy 5 v>>\ 

25 (184) 8 - (3 -s<V3-;VT^ J) - 2 - **3~JV- Z - (2-^nn-4- 
^;Vft7i;/V) -6, 7-v^tKo-5H-^n/<^ [d] t°y 
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y*p [i, 5- a] t°y *s^ x , . 

(185) 8~ 1A (N- (2-^ h^xf;U)'-N- (.2 .-^-/l") 757) 
-2-^f;l/-3 - C2-^np-4-^ f^^7x=;U) -6, 7-^fc 

i I 

Kn-5H-^P^y^ [d] t°7 N /n [1, 5- a] t°!)^v>>\ 
5 (186) 8 - (N r :/n tVl—N- ( 5 ^VV:7 7 >~ 2 -- f/U) y 9vV7 
^y) -2-^^-3- (2-^ on-4->« h^^7a.^7U) -6, 7 

1 

-ytKo-5H-^D^ [d] fc°7Vp [1, 5 -a] t']J v^y, 

(187) 8 - '(N^y^A-N-^ Q7*n tV^T 5 J) -2-/f-/V-3 
- (2-^nri-4-^*'>7s=/V) -6, 7-ytFn-5H-y^ 

10 d-<^ [d] t*7/D [1, 5 -a] t'lT^.v^ 

(188) 8-'(Nr^D7'PWf;l'-N- (2-^ b^v^fvV) 7$ 
/) -2-^^-/^-3- (2 n p- 4-y f^y7x^;V) -6, 7- 
i?fcK0-5H-^0^ [d] t°yy°u [ 1 , 5- a] t o y?:;yy\ 

(189) 8 - (3 -^V^VVT^ y) - 2-y^/V- 3- (2-^dd-4- 
15 7'n^7i^) -6, 7-i?tKn-5H-^P^ [d] fyVo 

[i, 5 -a] try 

(190) 8- (3-^y^yr^y) -2-^^-3- (2, 

-4-^f^y7i^) -6, 7-y'kKn-5H-y^D^ [d] 
\?7V*X2 [l, 5-a] t°U ^y 
20 (191) 8-^7*W5;-2-^f;W- 3- (2-yno-4-y b^rv- 
7^=^) -6, 7-ytFn-5H-y^n^ [d] t°7 N /n [l, 
5-a] t c U 

(192) 8 -If* (2-^ Y^sx-ffr) T%J- 2->7Vl'- 3- (2-7 
nn-4-y h^y7i-;V)-6, 7— J?fc Kn-5H-y^n^[d] 

25 t*7/n [ 1 , 5 - a ] f]J 5 i?y\ 

(193) 8- (N - xf^- N - y^ n 7o t°;M f ^7 5 7 ) 
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i 

-3- (2-^'P.a-4-^ Y* f y73L=-;V) -6, 7-vtKo-5H- 

i/? v<*y& ! [d] t c ?y*p Ci, 5- a] try^b^ 

(194) 8 - (N-W p^p tVl^-N- ( 4 - v"T / 7 ^-/U) ^^T 5 
7) -2-7^-3- (2 -y o n- 4-y -6, 7- 

5 i/tFn-5H L ^n^ [d] t'7^o [1, 5 -a] k°y$i/>\ 

i 

(195) 8- (N— v-i? p^p WfA'-N- ( 4 - iXTy 7 o^/U) 7 
^T=;/0 -2-^.^-3- (2-^pp-4-7 ^^>7x^) -6, 
7-^kFn-5H-^D^ [d] t7y'n [1, 5 - a ] t° U * v? 

10 (196) 8- (N-yf^-N-^n/D Mfi'tJ-jVT^ J) 

-3- (2 — y pp-4-7 h4ri/7i=/V') -6, 7-ytKo-5H- 
i^n^^ [d] t'yy'p [1, 5- a] t°y$i/> N 

(197) 8- yO-^O^^T 5. /) 3 - (2-^dp-4- 
3i h^r^/HJ?^?!^) -6, Kp- 5H-^ p^^^ [d] 

15 t°7>/p [i, 5- a] t'y^v^ 

(198) 8- (N-^PtW-N- (2-7^tn7i=/I/) t^JVT^J) 
- 3 - (2-^ pp-4-^ F*i/7*^) -6, 7-S?fc 
Fp-5H-^p^ [d] t'r/n [l, 5 -a] t°y 

(199) 8- (N-7*DtVP-N- (5-^Wt7x>-2-^;l') 7 
20 /VT^y) -2-^^-3- (2-ypP-4-/> hdr->y^n/l^) -6, 

Kp- 5H-^d^ [d] k°7 N /p [1, 5- a] \?V 

(200) 8 - (N-^PtV^-N- (ft7iy-3-/f;k) ^TvUTS/) 
-2-^^/1^-3- (2-y P p-4-/> f^r^i^) - 6, 7-S?fc 

25 Kd-5H-^d^ [d] k°9/P [1, 5-a] fc'y^v 5 ^ 

(201) 8- (N-xf;l/-N-7P^7$;) - 2 ^A— 3 - (2- 
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^cp-4-^^7i^) -6, 7-^kKn-5H-^n^ 
[d] [1, 5- a] fy^v^ 

(202) .8- (3 -^yf^7 5y) - 3 - (2-^dd-4-, 
^/W^^f/i^^-/!/) -6, 7-i?kKn-5H-^n^ [d] t c 

5 [i, 5- a] try 

(203) 8- (B-^-y^-^T^ / ) - 3 - (2-^nn-4- 
(N-^A'tf/W^^k) 7i^^) -6, 7 -v>fc Kp- 5H-v^ d 

[d] t'yy'n [1, 5 -a] fcT 

(204) 8- (3-^yf^7$y) -2-7<fvu-3- (2-i>nu-4- 
10 (N, N-vMfvk^/w^^i/) ;V) -6, Kd-5H- 

~>^n^^ [d] M'yV'u [l, 5- a] fc o y?v^ 

(205) 8- (N-^A—N- (4-7^o7i^) ^A-TS./) - 
2-^^-3- (2-^dd-4-^ f^^7x=/U) -6, K 
o-5H-^d^ [d] [l, 5- a] f!) ;,y^ 

15 (206) 8 - (3 -^VW$y) -2-^^-3- (2— *nn-4, 
6-^ f^V7x=;V) -6, 7-^tFo-5H-^ti^ [d] 
[l, 5- a] t°y Slv^ 

(207) 8- J) - 2-/<?/l>-3- (2-^up-4- 
7^7i^) -6, 7-ytKo-5H-^o^y^ [d] t°r/n 

20 [1, 5- a] t°y 

(208) 8 - (3 — <yW^/) - 2-^fvU- 3- (2-^DH-4- 
^WU7i^H -6, 7-ykKp-5H-y^P^ [d] t° 

Cl, 5 - a] t°y 5 v^ N 

(209) 8- (3-^^f-^T^y) -2-7^^-3- ( 2 -Tft/kS; /k- 4 
25 \^r-yy^)V) -6, 7-^tKD-5H-y^P^ [d] t c y 

[1, 5 -a] fc°y $v>>\ 
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(210) 8 - (3 — Of-JUT^ J) -2-^^-3- (2-^Ty-4- 
^ VSri/y^-iv) -6, 7 Kn - 5H-V^ v<y& [d] t°yy 

p [i, .5— a] t°y ^-^y, 

(211) 8- -2-^^;U-3- (2-^^-4- 
5 ^ Y**y7 -6, 7-^tKP-5H-V^c^ [d] t°7^ 

n [1, 5- a ] t°y 

(212) 8- (4-^^75/) -3- (2-^DP-4-^Ky7i 
=-M -6, 7-i/kFD-5H-^n^ [a] fc^/p [l, 5- 

a] t°y $ 

10 (213) 8- (N, N-v^p M°jVT\ /) -3- (2->on-4-^^f 
-6, 7-^tFo-5H-^n^ [d] t^'/n [l, 

5- a] t°vj 

(214) 8-i3-^W5/) -2-^^-3- (2-;< ^3rv';!7/^ 
tf;~,^_4_^ fdr^y^-^) -6, 7-^tFo-5H-^n^ 

15 [d] k'r/0 [1, 5-a] \^V^i», 

(215) 8- (N-^n^ut/V-N- (2-7;^a7i^) t^jVT 
-2-^^/1^-3- (2-^un-4-^^7i^) -6, 7 

-^tKn-5H-^P^ [d] k°7y'D [1, 5-a] fc°y^v>>\ 

(216) 8- (N-i/^oypkVMf/l'-N- (2-7;^d7i^) A 
20 f)VT % J ) -2-yf;V-3- ( 2 -y p p - 4 F^>7i^) - 

6, 7-i?tKo-5H-^n^ [d] t°yy*P [l, 5-a] k°y 

~X <S N 

(217) 8- (N-^^D^nbVU^^-N-yatVw-T^/) -3- (2 

f^v'7i-;u) -6, 7—v ? fc Kd-5H-V^o^ 
25 ^ [d] k*7yo [1, 5-a] fc°y *i/> s 

(218) 8- (N-7°DtW-N- (4-^ f/U7 a^AO *^-)V7%J) - 
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3- (2-^oP-4-n^7x-/V) -6, 7 Kn- 5H--> 
^P-<>-^ [d] t°7y ( P [1, 5-a] 

(219) 8- (N-<y^-N-^p/DtVl'^W^y) -3- (2 
_^cd-4-^ hdF->7*=/l/) -6, 7-^bKo-5H-^n^y 

5 * [d] t"7y'P [1, 5-a] t°y$v^ 

(220) 8 - (N-^nycWf^-N- ( 4 - ^ f-jV? ^ 
/VT5:y) -3- (2-^oo-4-^K*>7x=/>) -6, 7-i?tK 
p-5H-^d^ [d] b°7^c [1, 5-a] fc°y5v^ 

(221) 8- (N-^atVl— N- (4-7/^P7i^) ^fvl^SyO 
10 -3- (2-^nc-4-^ h^7s^) -6, 7-i?tKn-5H- 

v^D^>-^ [d] t'yV'D [1, 5-a] fc'ySiv^ 

(222) 8 - n^a t^M^T ? 7 - 3 - (2-^o-4-^H 
v7x^) -6, 7-^kKo-5H-^o^ [d] t°r/p [1, 
5-a] t°y *S^ N 

15 (223) 8 - (N-v^ p7d tW-N- (4-^t/>7i-^) ^ fWT 5 
/) -3- (2-^nn-4-^ h^rv-77^^/^) -6, 5 
H-v^p^>^ [d] t'yy'p [1, 5-a] k'^-7y, 

(224) 8 - (N-v^ p/p tVl^^vU-N- (4-M)7/^n^W 
^-^) ^;U7^y) - 3- (2-*pp-4-.* h^rv'7x^) -6, 

20 7 -7tFn-5H-^P^ [d] t°7 N /n [l, 5-a] tl^v 5 

(225) 8 - (3 --<>^UT^J) -3- ( 2 - ^ P D - 4 -J h * 
-6, 7-^kFP-5H-^P^ [d] t°yy*n [l, 5- 

a] t°U 5 

25 (226) 8- (N-->^ o7*n tf/l^fvt— N- (4-7/^P7i-/V) ^ 
^•;VT^y) -3- (2-^op-4-^HV7i-/V) -6, 7-v>t 
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Kn-5H-^n^ [d] t'^/n [1, 5 -a] fcT!J$S?l<\ 
(227) 8 - / ) -2-/^^-3- (2- (1-^5^ 

-l-th*n^Vx^) - 4-^ h^V7*=;W) -6, 
5H-^p^ [d] t°7^n [1, 5- a] fUv^ 
5 (228) 8 - (N-^n fcVW-N- (4- M) 7;I^tn^f /V^^V7x=/P) 
^fyUTS/) -2-^^-3- (2-^PD-4-y f^y7i^) 
-6, 7-^kKn-5H-^n^ [d] fc'^/n [l, 5-a] fc° 
y 5 v>>, 

(229) 8 - ( 3 --^vy^T^ /) - 2 3 - (2 n p-4 - 
10 ^h^v^*-^) -6, 7-i?kKo-5H-^n^ [d] 

a [1, 5-a] t°y ^v>>\ 

(230) 8 - ( 3 --<>-^A-7^ 7) -2-^^-3- (2-^ 
-^A-fc 0 !) v ; >-5-^^)-6, 7-i?fc KP-5H-^o^[d] 

fr/p [l, 5-a] fc°y 5*:^ 

15 (231) 8- (N-y^/U-N-V^ p7p f/M $ /) -3- (2- 

^pd-4-^ F^f^7i^) -6, 7-7tFP-5H-^P^ 
[d] [1, 5-a] t°V^^>s 

(232) 8 - (N-7ot>-N- {A - ^^-?vy =c^jV) ^=f-;VT^/) - 
2-^^A-- 3 - (2-^PP-4-n^7i=M -6, 7-/tF 

20 p-5H-^p^ [d] t°7/o [1, 5-a] 

(233) 8 - (N-T^n tVV-N- (4-v'7;7x^V) ^W^/) - 
2-^^/1/- 3 - (2-^pp-4-^ f^y7i=/V) -6, K 
p-5H-^p^ [d] t°7/P Cl, 5-a] 

(234) 8 - (N-v'^n7'oWf/l'-N-^f^75 7) 

25 -3- (2-^DP-4-^hW*=^) -6, 7-7tFP~5H- 
v^D^i/* [d] t77'P [1, 5-a] fc°JJ*^> 
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(235) 8 - (N T ^f"7l— N-n-^^/UT^ J) -2-tKn^f;P 
- 3 - (2 -J f-jU- 4 - t KndF->7 3i-=/V) - 6 , 7 -v>fc Kn - 5 H 
-i^n^* [d] k^yn [l, 5- a] t'JJ 5; v>>\ 

(236) 8 - (N-^^l^-N-n-y^T^y) 

5 -3- (2-^/1^-4 -6, Kp-5H- 
i/#V3*Zy# [d]. t B 7yo [1, 5- a] tfJJ^v^, 

(237) 8 - (N-ynfcW-N- ( 2 h'=3rW $ J ^JV) 7 5. /) - 
2-^^-3- (2 -/fjl'- 4 h^7i^H -6, 7-v^tK 
d-5H-^p^ [d] t"7yp [1, 5- a] tfp^v^ 

10 (238) 8 - (N-xf;i,-N-n-^f;>7;7) - 2-kKn*W$; 

3 - (2 -tfjv- 4 h^y7x-^) -6, 7-i?kKn- 
5H-^p^ [d] fc'y^/p [1, 5- a] fJJ^v^ 

(239) 8- [ (2S) -l-tKn^W5;^V-2 — IMT^J- 
2-7^^-3- (2-^^/1^-4 -6, 7-^tK 

15 D-5H-^n^ [d] tyy'pTl, 5- a] t'H^y, 

(240) 8- [(IS) -1- UT 7 7°p tVl^T $ / ] - 2 - p< ^VV- 3 - ( 2 
-^fvU-4 Y*ri/yx.=-M -6, 7-v?kKP-5H-V7P^y 

* [d] t 0 yy*P [1, 5 -a] kHv'y, 

(241) 8- (N-^-N-n-yW^;) - 2-y77 - 3 - (2 
20 —ff-iV— 4 h^V7atc=/V) -6, 7-i/kKP-5H-^P^> 

* [d] k°7yp [i, 5-a] try*^ N 

(242) l-y7/-2-^f^-8- (3-^yW57) -3- (2- 
#xivi-A-*y$r*sy s.—)V) -6, 7-^kFP-5H-y^P^ 

[d] k°PP [1, 2- a] fc°y 
25 (243) l-^Ty-2-^f-7V-8-^ypt°;I/T5:y-3- (2-^pp 
-4-^ /u) -6, 7-ytKn-5H-^n^ [d] 
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tfpp [1,. 2 - a] t°y 5^ 

(244) 2, '^-^f;W4-7U-l - (2 -^^-4 h=¥v-7 
^6, 7-v>fcKo-5H-^D^y^ [e] t'oD![2, 3- 

b] t o yv^ 

5 (245) 2, 3 -^^ f^- 4 -xf ;V^;^^;V7 ^ - 1 - (2-^fW 
-4-^ h^V7cx^/V) -6, 7-^tFo-5H-^n^ [e] 
t'PP [2, ' 3-b] fUi?^ 

(246) 2, 3 - v 5 /^ /U-4- T'ntVUT^y- 1 - (2-^^-4 
h^rv^^-^) — 6,7 -S^fc Kd- 5H-iS# p^^ [ e ] t c P p [2, 

10 3-b] Wity* 

(247) 2,: 3 -b^9 : -^-4- (N-:x^/v#/l^— /^-N-T/p tV^T $ 
/) -1- C2.-*^-)V-4-j-Y*r*y7^~M -6, 7-5?tKo-5 
H-i^P^* [e] t°PP [2, 3-b] t°yv> N 

(248) 2, 3-^^-4 -v^p t°/l-T5 J - 1 - (2-^f;U-4 - 
15 ^ b^^7x^;H -6, 7-^tK0-5H-^n^ [e] t e P p 

[2, 3-b] t°y v?> N 

(249) 8 - (4 -^y^T^/) -3- (2, 6-^f;H4-^^ 
^7x-^) -6, 7-v>k Kd- 5H-^ p-<^^ [d] t°y^D [1, 

5 - a] t°y $v>>\ 

20 (250) 8-^0^7^-3- (2, 6 - 9vW- 4 - ^ h ^ m 
-6, 7-ytFn-5H-^nX^ [d] t°y^/n [l, 5- 
a] t°y 

(251) 8- (N-^ a^D tVMf ^-N-T'o W ^ / ) -3 - (2, 

6- ^f^-4-^^7i^) -6, 7-v^t Kp- 5H-v-y p 
25 [d] M'yVu [1, 5- a] t°y^^^ v 

(252) 8 - (N -^y^- N - y ^ o k>^ W ^ / ) -3 - (2, 
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6-*S*7'Jl'-4-* Y^i/y^fV) -6, 7-v?tKn-5H-^P 
-<y? [d] [l, 5 -a] hTy*S*>\ 

(253) 8 - (N-^n/ntVMfyl'-N- (4-^f;V7i5;Mf;k) 
T^y) -3- (2, 6-^f/l-4-n^7x^) -6, 7-v> 

i 

5 kKo-5H-^n^ [d] f7y f P [l, 5 -a] t 0 !);^ . 

(254) 8 - (N-^n fc c /l—N- (4-7;^P7is;^fM 75/) 
-3- (2, 6-^f;V~4-^ h^fv'yx^) -6, 

# . 5H-^o^ [d] t c ?y*n [1, 5 -a] t°!J5v^ 

(255) 8 - v>v^ n7o t°/M 5^7 57-3- (2, 6 - v 5 ^ fvl'- 4 - 
10 y f^77i^v) -6, 7-S?kKo-5H-^n^ [d] t°yy\ 

p [1, 5- a] try ?y>, 

(256) 8 - (N - 7'f /V-N - y ^ n y p t°^^ f ^7 ? 7 ) -3- (2, 
6-^^f^-4-^ h^y^x^) -6, 7-v?tKP-5H-^P 

[d] t°7^a [l, 5- a] t 0 U5v>>\ 
15 (257) 8 - (N-i/^n/D W^-N- (4-7^D7x^) 7 
W^7) -3- (2, 6-5^^71/- 4-* h^r^xsA') -6, 7 
-^tFP-5H-y^P^ [d] fc'y^P [1, 5 -a] t'H^y, 
(258) 2, 3 - i^^ f ;V - 4 - (N - if ;V-N ;U7 5 7 ) -1 - ( 2 
-7f^-4-^ b^^7x-/V) -6, 7-7tKP-5H-7^P^7 

20 ^ [e] t°on [2, 3-b] t°yi/>frbm&nzm^o$&miiztm<D 



1 8 . it&mK 

(l) 8- (3-^yW57) - 3 - (2-y^/v-4-y 

25 h^V7a=^) -5, 7-^tKP-fx/ [3, 4 -d] k'77'P [1, 
5-a] h°U 
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(2) 9- (3-^yf;W7 5/ ) - 6-/^^-5- (2 -*?-)V-r A- 
Y$rl/7^)V) -2, [3, 2-d] t°7V*v [l, 
5- a] t°U $ 

(3) 8- (3-^yW5;) -2-^^-3- (2 -^fvl^-4 -y- 
5 b^v^^/i/j -5, 7-^kKD-7n [3, 4 - d ] [l, 

5 - a] t°y $ v 5 ^ 

(4) 9- (3— <yf-jVT%J) -6 5- (2-^^-4-^ 

-2, 3-^tFn-7D [3, 2-d] t c ^^n [l, 

5 - a] t°y 

10 (5) 9- (3-^>^WT^y) - 6 -y fvV- 5- (2 4 

b=3fi/7i^) -2, 3-^tKn-t°na [3, 2-d] t^y'p [1, 
5 - a] tfJJ ^y 

(6) 8->fy^olf^75/-2->f^-3- (2-y-9vV-4-y- b=¥ 
V7x-;v) -5, 7-7tKo-7P [3, 4-d] t°^y*n [i, 5 - 

15 a] tfj) 

(7) 8 - [ (2 S) - 1, 1 b^v-^^y- 2 — f/l/J Z^y-2- 
y^vV-3- (2-^^/V-4-^ h^F-v'7ai=-/l') -5, 7-i?kKo- 
:7n [3, 4-d] tf7'/o [1, 5-a] fcT!J*S?>\ 

(8) 8- (1, 3-v?^ h^^o^y- 2-^/V) 

20 3- (2 -/^A~4 -} h*is7*~fr) -5, 7-^tKo-7P [3, 
4-d] ty/n [1, 5-a] tfJJ5S?>\ 

(9) 8 -If* (2-y- h^^/l") 7^7-2-^^-3- (2-y- 5" 
;W4-^f^v'7a:^) -5, 7 — V s t: Kd~7d [3, 4-d] t°7 

y*p [i, 5-a] t'l/vyy, 

25 (10) (5RS) -8 - (3 ">?7V7 $ >0 -2, 5-^^-3- (2 

-^f^-4-^F^77i-;V) -5, 7-i?tKD-7B [3, 4-d] 
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t'yy'v [1, ,',5-a] t°y 

(11) 8- (^r^yf/PT^ 7) -2-7^-3- (2-7?Vl"-4-7 
fdf^7i=;>) -5," 7— S^tKn-tTnp [3, 4-d] t°7V*u [1, 
5 - a] t°y 5 v?^ 
5 (12) 8t- (N-,/p £>-N- (2-tKP^>xf^) 757) -2-* 
(2-^f;l/-4-^^/7i^) -5, 7-v?tFn-7 
D [3, 4-d] t°7^D [1, 5- a] fni/y, 

(13) 8 -^pyntf/l^T$y- 2-^^-3- (2-7?W-4-7 h 
^i/y^^jU) -5,, 7-i?tKn-7o [3, 4-d] t^y'n [l, 5 

io - a] try =: v 5 ^ 

(14) S - (N-^f/l'-N-^u7"p t>7 5;)- 2 - 7 fv^- 3 - (2 
-7^-4-7 ^^^7*=^) - 5, Kp-7o [3, 4-d] 
fr/n [1, 5- a] t°U 5i/> N 

(15) 8- [ (2R) -1-7 2— <JV] 75y-2-^f;V 
15 -3 - (2-7^-4-7 Y*\/y^-jV) -5, 7-v>tKn-7P[3, 

4-d] fy^n [l, 5- a] fc°y^v>>\ 

(16) 8- [ (2R) -1-7 Y**sy*9>- 2-j;V\ 

-3- (2-7^/1—4-7 b^v^^—zl/) -2, 3-v=t Fo-7P [3, 
2-d] t77'n [1, 5- a] t°y^v : > N 
20 (17) 8- (N-^p7°p Wf^-N- (4-7^/1^7^-;^) 7 fvV- 
T$7) -2-7^-3- (2-^f;V-4-^^77i^) -5, 
7-v ! th'P-7P [3, 4-d] t°7y*n [1, 5- a] fyv^y 

(18) 8- (3-^^7 5 7) -2-7^-/1^-3- (2-^pp-4-x 
h^rv-^rc^^) -5, 7-i?kKo-7a [3, 4-d] fc'^/p [1, 

25 5 - a ] t° y ^ 

(19) . 8- (N-i/7P7°Pk>-N- (4-7^7^^/1^) 7^T5 7) 



420 



WO 02/053565 



PCT/JP01/11581 



-2 -tf-As—Z— (2-^pd-4-^ KV7i-/H -5, 
KD-7U [3, 4-d] t°7y ( D [1, 5-a] 

(20) 8- (N-^P^oWf^-N- (4-^^-^73:^71/) ^ ^7U 
75/) -2-^^7V-3- (2-7nn-4-^ b^v'7x=/l/] -5, 

5 7-7tKn-7D [3, 4-d] t°7^n [l, 5-a] tfJJSS^ 

(21) 8- (N-Zo t°7W— N— (4-7^tB7i=;H ^^7VT^7) - 
2-^^-3- (2-7HD-4-^ b^i^7x^;V) -5, 

P-7D [3, 4-d] h'r/D [1, 5-a] tlv^ 

(22) 8- (N— >7n^'nt>^f/k-N- ( 4 - ^ f-jVf-^y ol~/V) * 
10 - 2 -fif-jlt- 3 - (2-^pp-4 Y*i/7*-=-fr) ~ 

5, 7--7t Kn-7D [3, 4-d] t c ^/P [1, 5-a] t'D ^ v 5 ^, 

(23) 8- (N, N-v7d X J) -2-/^/^-3- (2-^pp- 

4 - ?t. y^-y? -5, 7-5?kKo-7o [3, 4-d] h'y^ti 

[i, 5-a] try 

15 (24) 8- (N, N-v^^VKT^ /) -2-^^vW— 3- (2-^ DP- 4 

- 5, 7-v>t K0-7P [3, 4-d] t°?y*P [1, 

5- a] t°y ^y, 

(25) 8- (N-7p t c 7U-N- ( 4 - ^ =c *J-)VT%J) -2 

3- (2-7PO-4-^ h^7a-/l') -5, 7-7kKP 
20 -7P [3, 4-d] fc°7V'P [1, 5-a] t e y$i?>\ 

(26) 8- (N-^-N-T'nW^) -2-^^-3- (2-^ 
dp-4-^ h^->7x=/l/) -5, 7-^k KD-7P [3, 4-d] t c 
7^0 [1, 5-a] t°y 

(27) 8- (4--^7^7UT^y) -2-^5vW-3- (2-^pp-4-^ 
25 -5, 7-^tFo-7D [3, 4-d] fyy'P [1, 

5-a] try ss^ x 
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(28) 8- (N7^-N-xf;>7^ /) -2-^^-3- 

y^i/y.^-jv) -5, 7-ytpP-7P [3, 4-d] t c y 
Vn [1, 5 — a J t c p $ i?> N 

(29) /- 2-^^-3 - 

5 4 h^r->7^^^) -5, 7-^tKn;-7D [3, 4-d] M'y^Jn 

[i; 5 -a] yv 

(30) 8- (N->^ n / p f;l/-N - /p W ^ y ) 

-3- (2-^nc-4-^ Y^ci/y ^=-;V) -5, Kp~7d [3, 

4-d] t'^'P [1, 5- a] 
10 (31) 8- (N- (2-zf^=-/^) -N-T'ntWT^) -2-^^-3 . 
- (2-^un-4-^ zl=.;V) -5, 7-v>t Kp-7p [3, 

i 

4-d] \?yV*v [l, 5- a] tfJJ^S^ 

(32) 8- (N-^A—N- (2-^ h^v-^fvw) 7-5;y) _ 2 -^^ 
-3- (2->pp-4-^ h^r-yy ^=-;V) -5, 7-^fc Kp-7p [3, 

15 4-d] t°yt/u ll, 5- a] t°!) 

(33) 8- (N-7o tT/U- N- (4 - M) ^^p^^/V^-^^^oi^^) 
^^vKT^/) -2-^^-3- (2-^nt3-4-^ h^r^7i-;l/) 
-5, 7-i>tKn-7D [3, 4-d] M°yy*n [l, 5- a] t c D 

>\ 

20 (34) 8 - (3-^yf/V7^/) - 2-^f;W3- (2-^pp-4-^ 
Y^rl/y^-fr) -5, 7-7tKP-7P [3, 4-d] t°yy*o [l, 
5 - a] fc°y 

(35) 8- (N-i/^n^n tVl/^f-zl-T^y-N- (4-7;^p7i^) 
^fvKTS:/) -2-^^-3- (2-^nn-4-^ h^v-^oi-zv) 
25 -5, 7-v ? tKo-7P [3, 4-d] t°yy*v [ 1 , 5- a] k'!J 
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(36) 8- (N-^^-^—N- (2-^^7;/xf;H T^y) -2 
-t^-tV-fy- (2-2 Y*i/7aL~;V) -5, 

-7D [3', '4-,d] t^y'a [1, 5- a] fc°y^v^ x 2 

(37) 8- (N- (2-7'f"-^) -N-^^/VT^y) -2-yfv^-3- 
5 (2-^-dib— 4-^ Y*i/7x.~JV) - 5, • 7 -v>fc K'n-7B [3, 4 

-d] t°7yP '[l, 5- a] t°])^v^ . 

(38) 8^ (N— (2-^f-^>) -N-^n^DWW$>/) -2 
->f;V-3- .(2-^DD-4-^h^7i^) -5, 

-70 [3, 4— d] k^y'D [1, 5 - a] t°y$v>y\ 
10 (39) 8- .(N^^b^p^-N- (4-^;W7s=;i') tf'A'T 
K/) -2'-*j L A-3- (2-^np-4-n^7i^) -5, 7 
-5?t Kb-7o [3, 4-d] t'7y~B [1, 5-a] t°y$v^ 

(40) 8- (N — 7b tVP-N- ^^/U) ^f/l/75y) 
-2-^f;K3-,(2-^BP-4-^ b*->7 3i=/V) -5, 7-v ? fc 

15 Kp-7b [3, 4-d] t°7 % /n [l, 5-a] tfJJSS^ 

(41) 8- (N-^nyntVW-N- (4-7;^B7i=;V) ^^V^T^ 
/) -2-^f;V-3-'(2-^oo-4-^h^>7*=^) -5, 7- 
i?kKo-7P [3, 4-d] t^y'B [1, 5-a] t°!J$v^ 

(42) 8- (N-7ntf;l/-N- (3-7/^b7x-/V) y W57) - 
20 2-^9vU-3- (2-^BP-4-y f^v/7x^) -5, 7~v J tK 

p-yn [3, 4-d] t°yy*P [l, 5-a] t 0 !)^^ 

(43) 8- (n-7b tv>— n— (-^y [d] i, 3-my7y-5- 

-fAO ^W5 7) - 2-y^/U- 3 - (2-i7nn-4-^ b^V7i 
~^) -5, 7-^kKB-7B [3, 4-d] bf^/n [1, 5-a] f 
25 V 5 -7>, 

(44) 8- (N-^y^-N-y^ p7b t>y w ; ;) -2-*7-si> 
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-3- (2-^dd-4-^ Y**/7ol=.jV) -5, Kn-7o'[3, 
4-d] k°7y'o [1, 5- a] M°V^^>\ 

(45) 8- (N-r/fvl'-N- (2-7*J-~jU) 7^ J) -2-^5vU-3- 
(2-^nn-4-^ b^rv'7i-^) -5, 7-^fcKn-7D [3, 4 

5 -d] k'7y'n [1, 5-aj t°y5;v^\ 

(46) 8 - V7°u fjVT -2-* 3 - (2-/ f-JV- 
4-t Y5r-S7 3L— ;V) -5, 7-i?kKn-7o [3, 4-dJ t°7^D 

[1, 5- a] t°y 

(47) 8- (N-7^-N-iW^7) -2-^^-3- ( 2 
10 /I/-4-^^7x=A/) -5, 7 -i?fc Ko-7o [3, 4-d] 

[1, 5 - a] t°y 5; 

(48) 8- (N-T'f/V-N-7'n \£fV7 5>J) (2-^ ' 
f;W4-^ f^y7x=.^) -5, 7-ytKo-7n [3, 4— d] t c 
7y'n [l, 5 - a] t°U 5 v>>\ 

15 (49) 8- (N, N-v^P f/WT^y) -2-^^-3- (2-^fVl^- 
4-t« h^v'^^/l') -5, 7-7kFo-7P [3, 4-d]fc e 7 N /n 
[1, 5 - a] t°!J * 

(50) 8-tf* (2 -pi r^S/:*?vl/) 7$y-2-^f;k-3- (2-^n 

f^7x=^) -5, T-v'kFP-yo [3, 4-d]t°7 

20 y*P [i, 5 -a] try 

(51) 8- (N-^^-N- (4-7;^P7 ^—M ^f)V7^J) -2 

(2-7po-4-^ f^f^7x-;l/) -5, 7-v>fcKn 
-7D [3, 4-d] t c 7 7'P [1, 5- a] t'^v^ 

(52) 8- (N-y'^-jV-'N- (4-7/Vto7i^) 7*^75/) -2 
25 -t^fls- 3- (2-^^-4-^ h :3 rv'7x=;k) - 5, 7-v ? fcKn 

-7o [3, 4-d] t°7^/n [1, 5- a] t°y^v>^ 



424 



WO 02/053565 



PCT/JP01/11581 



(53) 8- (N-.xfvl'-N- (2-7^y/W) 7^/) -2—*^fr-3-- 
(2-^f;l'-4-^h^>7i^) -5, 7-i?kKn-7P [3, 4 

-d] [l, 5- a] t^r^ 

(54) 8- (N-^ntVu-N- (2-^U/V) 757) -2-^^-3 
5 - (2-^^-4-^ f^V^-,^) -5, 7-5?kKn-7B [3, 

4-d] b e r/a [1, 5- a] t°!J v^y, 

(55) 8- (N-^n tVl^-N- (4 - 7 fv^f-^T 7 =c t^^T^J) 

(2-^f/V-4-^^^7i=;V) -5, 7 -S?fc 
KP-7D [3, 4-d] tyy'o [1, 5- a] t^v^ 
]0 (56) 8- (N-^P tVU-N- ^yy' [d] 1, 3-^77>-5- 
-YAO ^ -2-7<^vV-3- (2-yf^-4-y h^r^i' 

~/V) -5, 7-v ! tKn-7P [3, 4-d] t'^o [l, 5-a] t c 

y ■ ■S > 

(57) 8- (N— <y N - o 7°n t°^y ^7 5 7 ) 

15 -3- (2-7^^-4-^ h^rv-7^^^) -5, 7-v?k Kp-7p [3, 
4-d] t'7y'P [1, 5-a] tl$^>\ 

(58) 8- (N-i^ n:/D tfyM^-N- ( 4 - h !) ^ Tvl'? j- 
= ^fvVT^/O -2-^^/V-3- (2-^pp-4-^^77i 

-5, 7-7tFP-7P [3, 4-d] t°7>/P [1, 5-a] t c 
20 J) 5; v>>\ 

(59) 8- (N-^P70kVMf/V-N- (4-M)7;VtD^f^7x 
-/^) ^^75/) -2-^^/>-3- (2-yf^-4-y F^y7x 

-5, 7-7kKP-7P [3, 4-d] k 0 7/P [1, 5-a] t° 

25 (60) 8 - (N-7p N — (4->7;7x^) ^/UTSyO -2 
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-7D [3, 4-d] fc°7yp [1, 5 -a] t 0 ])^^ 
(61) 8- (N-v'^ pT'd tVl^-N- (4-7/^o7x^^) ^^7 5 
J) (2-^du-4-^R->7x^) -5, 7- 

i?tKD-7P [3, 4-d] t 0 ?y*P [1, -.5- a] t'U^v^ 
5 (62) 8- (N-^n^Dt^-N- (4t7;V^o7i^) 

J) -2-^^-3- (2-^^-4-^>^v'7*=^) -5, 7- 
•7tF'n-7D [3, 4-d] ^7^0 El', 5- a] t°y5v>> s 

(63) 8- (N-^P7otVMf^-N- (4-7;^p^ ;c .-yi.) y. ^ 

i 

^7 5/) -2-^,^-3- (2-^^-4-^ Y*i/7 ^=-;V) -5, 
10 7-7tKa-7o [3, 4-d] t c 7 N /n'[l, 5 -a] fU^v 5 ^ 

(64) 8- (N^7°n fcW-N- (2-/ f =3f v^fvW) 757) 

JV- 3 - (2-7nn-4-^ h^r^x^) -5, 7-7tFn-7o 
[3, 4-d] t°^y'n [1, 5-a] k'Kv 5 ^ 

(65) 8- (N-/nt>-N- (2-/ 1> ^v-^/w) 75/) -2-/^ 
15 JV-Z- (2-^^-4-^ b^v^^n/U) -5, 7-7kFn-7n 

[3, 4-d] t°7^/n [1, 5-a] fc°J) 5v>>\ 

(66) 8- (N-^A— N- {4-*?->V?-*7 ^W57) - 
2-^^-3- (2-7nn-4-^ b=3ry7i^) -5, 

n-7a [ 3 , 4 - d ] fc°7 ^ n [ 1 , 5 - a ] t° ]J 5 
20 (67) 8 - (N-^/l— N- ^W57) - 

2-^^-3- (2-7^/1^-4 -5, 
p-^p [3, 4-d] t c 7 7*D [1, 5-a] t°D5^>s 

(68) 8- (N-^/V-N- (2-7 h^rv-^fvl/) 757) -2-/^ 
-3- (2-/^-4-7 hdF->7a=7V) -5, 7— S?fc Kd-7d [3, 

25 4 -d] t°7^o [1, 5-a] b 0 J)5^^ 

(69) 8- (N-^ p7p fcVMfvV-N-l/P t>7 5 7) -2-7^A- 
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i 

-3- {2-^^;v- A-^Y^r-yy ^=-M -5, 7-S?fc Kp-7p [3, 

4-d]'t^yp [1, 5 -a] 

(70) 8 -' (N-^c tVV-N- (5-^f;U77^-2-^;V) yfvl'TS 
/) -2-^^-3- (2-^OD-4-n= J rv'7i^) -5, 7- 

5 ^tKn-7P ! [3, 4-d] t7V ! n [1, 5-a] t°y^v>> s 

i 

(71) 8- (N--/nh>-N- (5-^f^7 7>-2-^f;V) 

7) -2-^^-3- (2-^^-4-^ hdri/^^-ZU) -5, 7- 
^tKn-7P.[3, 4-d] t°^y c n [l, 5-a] t°y5v>>\ 

(72) 8- (N—>y p7p kVM^-N- (2-y ^->i^)T5y) 
10 -2-^^-3- (2-^f^-4-^ b^V7x-;^) -5, 7-v ? fc 

po-7P [3, 4-d] t c 7y*n [1, 5-a] t^v^ 

(73) 8- (N-7p t c /l--N- (4 - h V y )V^u ^^f-?V±^^y 
t^-^TXJ) - 2 -^J-JV- 3 - (2-/97V-4-/ h^v^:*-^) 
-5, 7-^tKo-7D [3, 4-d] t°7V*n [1, 5-a] fc° y ^ v> 

15 

(74) 8- (N-^PtVl— N- (4 -7^D7i^/V) ;>< 9^7 5 7 ) - 
2-^^-3- (2-^;V-4-^K^7i-^) -5, 7-v ? fcK 
D-7P [3, 4-d] t'r/P [1, 5-a] tfy^v^ 

(75) 8- (N-v-^ n/o tVM fvU-N- (2 -Zf^-M 75 /) - 2 
20 (2-^f^-4-n^7i^) -5, 

-7n [3, 4-d] t°?y*P [1, 5-a] fc°y$.v^ v 

(76) 8- (N- (2-p< h^r^^/W) -N- (2-7*^-/^) 7 5 7) - 
2 -/Tvu- 3 - (2-^;V-4-n^>7i^V) -5, 7-v=tK 
p-!7p [3, 4-d] t°7y*P [1, 5-a] t°y^v?^ N 

25 (77) 8- (N — (2-^ \> — N — ( 2-7*^-/1') 7 5 / ) - 

2-^^-3- (2-^PP-4-^f^>7x^) -5, 7-^tK 
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o-7o [3, 4-d] t'yy'n [l, 5-a] t°y5v^ 

(78) 8- (N-^^vvV-N-v^ p7°p tVl-T $ /) -2-^^-3- 

(2 -9 n d-4 f^r^7x-;k) -5, 7-v>tFP~7P [3, 4 
-d] h'y^U [1, 5-a] t°y^v^ N 
5 (79) 8 - (N — <>vvV-N-v^ P7°p k>7 5 7) - 2 -^>V- 3~ 

(2-^f^-4-n^y7x^/l/) -5, 7-ykFo-7o [3, 4 
-d] t°7 N /P Cl, 5-a] t^vyy, 

(80) 8- (N-^D7*n tf/M^/W-N- (2-^ f:3rv^5vV) T^y) 
-2-7*fvU-3- (2-^bd-4-^Kv'7x^) -5, 7~i^t 

10 Ko-70 [3, 4-d] t°7/n [1, 5-a] t^^yy, 

(81) 8- (3— - 3 - (2, 

4 h^v-^-^) -5, 7-^tFn-7P [3, 4~d] fc'^y'P 
[1, 5-a] try 

(82) 8- (N-v^ pt/p fcVU-N- (4->7/7i^V) ^ fvl'T ^ ./ ) 
15 - 2 - ^ fvl— 3 - (2-^no-4-n^rV7i^) -5, 7-^fc 

FD-7P [3, 4-d] t°7/a [1, 5-a] t'U^^y, , 

(83) 8- (N-^n/nt>-N- ( 4 - 9 sT / 7 31 =-;V) ^W^7) 
-2-^f;i^-3- (2-^ fvl—4-^ Y*i/7*~M -5, 7-v=t 
KP-7D [3, 4-d] t^/P [1, 5-a] tl vyy, 

20 (84) 8 - ^7W ; ; - 2 - 3 - (2 - ^f/l' - 4 - ^ ^^7 

^)V) -5, 7-i?tKn-7D [3, 4-d] t^/n [l, 5-a] 

try 5 

(85) 8- (N-.xfvl'-N — nypfcVM T?VT^ J) 

3- (2-^pp-4-^ h^7x=A/) -5, 7—5? I: Kn-7n [3, 
25 4-d] t°7/n [1, 5-a] ¥}) *i?> s 

(86) 8- (N-if/l'-N-^ P^P WW 5 ;) -2-if/l/- 
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3- (2-^^;U-:4-^'h^7i^) -.5, 7-^kKn-7n [3, 

4- d]"t oi .^i/p [1, 5-a] fy^v^ 

(87) 8-' ('N-^ PT'P tVV^^-N- (4-'>77 7i^V) ^ f-fV 
7%J} -2-^^-3- (2-^nn-4-^^7xs^) -5, 

5 7 Kp-7d [3, 4-d] [l, 5 -a] t^v^ 

(88) 8- (N^^ P7°D tVMf ^-N- (4 - v'jy 7x^;U) 
T^/) -2-^^-3- (2-^^-4-^^7x2^) -5, 
7-i/t Kn-7q [3, 4-d] k^^n [l, 5-a] v77, 

(89) 8- (N-7°p fA-— N — (^^-7 x >- 3 -^) ^f^7?7) - 
10 2-^^-3'-'(2-^PD-4-^f^rv'7x=/V) -5, 

P-7 0.'[-3, 4-d] fvy'n [1, 5-a] k'Hv'T', 

(90) 8- (N-ya tVl'-N- ^ ^/W 
7^7) -2-^^-3- (2-^PO-4-n^77x^) -5, 

KP-7P [3, 4-d] f7yP [1, 5-a] t° U v77, 
15 (91) 8- (N-7*^-N-^7 P7 , P WW^7) 

3- (2-^pp-4-^ bdfi/7x-^) -5, 7-7kKP-7P [3, 

4- d] t°7>?u [l, 5-a] t°y^v^ 

(92) 8- (N-7'f^-N— 7^ n^n W W 5 7) -2-^5vV- 
3- (2-^^-4-^ F#i/7x^) -5, Fn-7n [3, 

20 4-d] t°7 N /n [i, 5-a] t'U^v 5 ^ 

(93) 8- (N-7*P^-N- t^frT^J) - 
2-y^yW-3- (2 -7 ^-4 -y b^v-7 7 ^^/^) -5, 7-7tF 
p-^p [3, 4-d] t"7y'n [1, 5-a] k e !J v77, 

(94) 8- (N-7*0^-N- (5-y^/^^y^.^-2-^^) tf-jV 
25 7^7) - 2 — }^-?V— 3 - (2-^f;V-4-^ f^77x^) -5, 

7-i?tKn-7B [3, 4-d] k'7^P [1, 5-a] k'^^ 
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(95) 8- (N-yatVU-N- (2-7/^P7a^) ^W^j - 
2-^^-3- (2-^no-4-^ b^^7x^) -5, 7-.S?fcK 
D-7P [3, 4-d] \i°yy"x2 [ 1 , 5-a] t'U^v^ 

(96) 8- (N-^ntVV-N- (2-7;^o7i-/i') / J-frT ^ / ) - 
5 2-^f"^-3- (2-^^^-4-7^ b^-^^ai^/U) -5, 7-i>tK 

D-7D [3, 4-d] fcT^j/D [1, 5-a] 

(97) 8- (N-xf^-N-7o tT^T5 7) -2-^^-3- (2-^ 
fvU- 4 h^V7^^/V) -5, 7-v>t Kp-7p [3, 4-d] t° 

r/o [i, 5-a] t°y 5 v>>\ 

10 (98) 8- (N-^^vi—N-yn tVUT$ 7) -2-^^-3- (2-^ 
DO-4-n^f^7x^) -5, 7-^tKn-7n [3, A - d ] t° 
7 v /o [1 , 5-a] t°D ? v?>\ 

(99) 8- ( 3 -^^-)VT 5: J ) -2-7-^-3- (2, 

4-^ h^r^7x^) -5, 7-^tKo-7n [3, 4-d] t'7 7> 
15 [1, 5-a] f U ^v>>\ 

(100) 8- (N-^^^-N- (4-7/VtP7 ^=-JV) tf/UT^S) - 
2-ff->V- 3 - (2-^^-4-^ b^v'^-^) -5, 7-v>fcK 
o-7D [3, 4-d] f7/n [1, 5-a] tJJ*S^ % 

(101) 8- (N-^f-A— N- {A-y?viruy 7-5^7^7) - 
20 2-7^-3- (2-^oo-4-^ bdrv7x^) -5, 7-^fc K 

o-7D [3, 4-d] \?7V*v [1, 5-a] t^v^ 

(102) 8- ( 3 — <yf /V7 5; 7) - 2 - 7 3 - (2-7Q0-4, 
6-^^ f^^7x^) -5, 7-v ! tKD-7D [3, 4-d] t°7^ 
P [1, 5-a] t°y $i7>\ 

25 (103) 8 - (4 -^yf-^T^7) -2-^5^-3- (2-7^-4- 
^ f^7x^) -5, 7-7tFP-7n [3, 4-d] \?7y*v [1, 
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5- a] t°U 

(104) 8- (N, N-v^yn t>7$ /) - 3- (2-^PP-4-^^r 
i/^^/l/j -5, 7-^tFP-7o [3, 4-d] k'r/o [l, 5-' 

a] t c y ^y, 

5 (105) 8- (N-^ n^n kV^f/U-N-yo k>7 5 7) -3- (2 

fir^7i^) -5, 7-i?kKP-7o [3, 4-d] 
t'7^P [1, 5 -a] tfJJSS^ 

(106) 8- (N-^y^-N-y^ D7D t>^ W 5 / ) - 3- (2 
vxn- 4 - Y*isy ^=-;V) -5, 7-i?kKo-7o [3, 4-d] 

10 f7^o [1, 5-a] fJJ 

(107) 8- (N-y^D7*n Wf;WN- (4-^f/V7i-^) 7< 
/1"T^/) -3- (2-^PD-4-^ hary'7x^) -5, 7-^kK 
u-yu [3, 4-d] t°7^P [1, 5-a] t° y 5 

(108) 8- (N-^ntVl^-N- 75/) -3- {2-? 
15 pn-4-^ h^r-^7^^7^) -5, 7-ytKn-70 [3, 4-d] t c 

7/n [1, 5-a] t°y 

(109) 8- (N-7f/V-N-^D7P /) -3- (2- 
^PP-4-^^7s-/V) -5, 7-5?t Ko-7P [3, 4-d]. 

f7/o [i, 5-a] try 
20 (no) 8- (3-^yw-;y) -3- (2-^0-4-^^/71 

~M -5, 7-7tFo-7D [3, -4-d] k'7/n [1, 5-a] t° 

y 5 

(111) 8- (N-y^D7°nkVMf;l/-N- (4-7;^n7i-/H / 
W$/) -3- (2-^nn-4-^I>^/7x=;V) -5, 7 -v>fc 

25 Kn-7a [3, 4-d] k'7/D [1, 5-a] fy^v^ 

(112) 8- (4-^W5/) -3- (2-^OD-4-^ h^7* 
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-/U) -5, 7-i?fcKo-7n [3, 4-d] tT^^n [l, 5- a] fc c 

(113) 8- (N-!/PtVW-N- (4-^Wi-/V) ^fVl'TSy') - 

3- (2-^nn-4-7< b^v-^ai-^) -5, 7-v>t Kn-7D [3, 
5 4-d].fc°7^P [1, 5-a] fc'U^v^ 

(114) ' 8- (N-/o tVU-N- (4-7/^07i^) *^)\>T%J) 
-3- (2-^nn-4-^ h ai^/U) -5, 7-v>t Kn-7a [3, 

4- d] t'^/n [l, 5-a] fc-y^y, 

(115) 8 - v?^^ p.^p tf/W^ f 5 / - 3 - (2-^ao-4-n^f 
10 ^:7-~^) -5, 7-i?kFn-7o [3, 4-d] k^/n [1, 5- 

a] k°U 

(116) 8- (N-is? U7°u fcVl^^A— N- (4- h V 7 v ^ ;V7 
ol^)V) ^f;VT^y) -3- vv- Y**s7 jl=l;V) -5, 

■•if 

7-^tKD-7D [3, 4-d] t'^/D [1, 5-a] fc°y5i/>\ 
15 (117) 8- (N-v-^ n^n tVl^-N- ( 4 - t^/I^ ^ ~/i/) ^^-;VT% 
J) -3- (2-^no-4-^F^7i^) -5, 7-^kKn-7 
n [3, 4-d] t°yy*P [1, 5-a] t°y^v>>\ 

(118) 8- (N-yntVl— N- (4-^7y7x^V) ^ - 

3 - (2-^nn-4-n^V7a^;V) -5, l-i/MY 
20 D-7D [3, 4-d] t°7 N /n [l, 5-a] fc°y5v^ 

(119) 8- (N-i/^ d/d tW^^-N-^^/VT ^ J ) 

-3- (2-^^-4-^ J^Woi^A') -5, Ko-7D [3, 

4-d] \?yV*xi [1, 5-a] tfy^v^, 

(120) 8- (N-v-^ u-fu tVV^^-N-^^/l/T^ J) -2-^^/V 
25 -3 - (2-^nn-4-^ h^v'^^^u) -5, 7-^tKn-7P [3, 

4-d] M°7V*U [1, 5-a] t°y^;/ N 
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(121) 8- ,(N^7°ntVV-N- ( 2 Y * W 5 / ^fvU) 7^ J) - 
2-^5 L >^'.3- (2 —ftf-tV—A -5, 7-v>tK 
P-7P ['.3, 4-d] t°7^/o [1, 5- a] tfJJ$^ % 

(122) 8- [ (2S) - 1 RW5;/^-2-^V] 
5 -^f^-3-'(2-^f/l'-4-^ h^7i^) - 5, 

-7a [3, 4-d] k"7y'P [1, 5- a ], t°U 5 

(123) 9- (3-^^7 5 7) -6-^/1—5- ( 2 TVW- 4 - 
} -7n [3, 2 — d ] [l, 5 -a] fcT JJ * v 5 

10 7c(l^rfLbC7KfP^5c 

19. jb-^«j*s, 

(1) 8 - t If U^rV- 2 -tf/ls- 3- (2-^^-4-^FWa = 
/V) -6, 7-^fcKn-5H-^P^ [d] t'7^P [1, 5-a] 

15 fc'JJ^v 5 ^ 

(2) 2-^^/1^-3- (2-7^^-4-^ f=3f-->7^^/^) -8- [ (2 

5, 4R) -4-^ h^v—2-7^ h^^f/H^Py^-1-^^] - 

6, 7-7tKo-5H-^n^ [d] fc^i/n [l, 5-a] t c JJ 

-N. ✓ *^ N 

20 (3) 8- (1, 2, 5, 6-x by t Kp ^) - 2-^^;V- 3- (2 
-^9^-4-^ -6, 7-v>fc Ko-5H-^n^y 

* [d] t°7y*P [i, 5-a] t'yv^ 

(4) 8- (1, 2, 3, 4-7h7kKn^y^7!)y-2-^V) -2- 
^^/l^-3- (2 -^^-4-p« Y^riyy^=.;V) -6, 7-i/tFn- 

25 5H-^D^ [d] t°7V*P [1, 5-a] t'K^ 

(5) 8- ( (3S) -3-^ h^^yvu-i, 2, 3, 4-f h9tKn 
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7s=M -6, 7-^tKo-5H-^P^ [d] t°7 x /D [l, 
5 -a] fy $ 

(6) 8- (4-71^^7^-1-^;],) _ 2 -p<^-3- (2 - 
5 ^ y$r*/7 -6, 7-^kKn-5H-^D^ 

[d] k'r/o [i, 5- a] t°y^> N 2 

(7) 8- (4- (2-^do7i-^) fcV<7$^- 1 ->f/l/) -2-^^ 
/W-3- (2'-^;V-4-^^>7i-^) -6, 7-^tKD-5H 
-i/^p-<>^ [d] t'yy'n [1, 5- a] t-y^v 5 ^, 

10 (8) 8- (3 -3i h^v-^A-Ttf-zl'- l , 2, 5, 6-rh7.t Kct'!)^ 
)V) - 2-*i-;v-3 - (2-* = 3->v- Y*i/7 -6, 7- 

v^tKo-5H-^D^ [d] tr^Vn [1, 5 -a] t°y$v?^ s 

(9) 8- (3- (3-^^-1, 2, 4-^-^-9-v ! T^-/U-5-^;U) 
-1, 2, 5, 6-rf7tFnf5^V) -2-^^-3- (2-*^ 

15 ?y-4 Y*c*/7x.~ IV) -6, 7-^tKn-5H-^0^ [d] 
t'7^D [1, 5 -a] t e y 

(10) 8- (4- (4-^nD7i;/l/) -1, 2, 5, 6-rh7tKnt° 
y^/k) -2-7*5^-3- (2-^f/l/-4-^ h#->7i5^) -6, 
7-ytFn-5H-^P^ [d] fcT^/n [1, 5- a] b°y^ 

20 i<\ 

(11) 8- (3 -^sj-tvor**/) -2-^fvl—3- (2-^^-4-p< 

-6, 7-^tKP-5H-v7P^ [d] t°7^P 
[1, 5 -a] t°y =• 

(12) 8- (3-^y^/^^i/) -2-^/^-3- (2-^dd-4-^ 
25 Y*c*/y sl=.As) -6, 7-v ; tKn-5H-^n^ [d] t'^o 

[1, 5- a] fc°y $ v 5 ^ 
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(13) 8- {A-^-f^-JVtt'S) -2-^^-3- (2-^oo^5-/ 
Y3ri/7*-;V) -6, 7-^kKo-5H-'^0^ [d] h'y^a 

[i, 5- a] try ^y, 

(14) 8 -> f y^n fcVU^-^rv- 2 -^fvl^- 3 - (2-^nn-5-^ b^r 
5 i/y^-;v) -6, 7-^tFn-5H-^n^ [d] t'^'P [ 1 , 

5 -a] t°3J $5?>\ 

(15) 8-(l, 6 4 -<i?V) t^fy- 2 .-ff-jv- 3 - (2 
-^DD-4-^Ky7i^) -6, 7-v?tKn-5H-^D^ 
* [d] t'7y'n [1, 5- a] fc e !)$v^ N 

10 (16) 8- (3-^^^) -2-^^-3- ( 2 p p- 5 K 
dr->7^n/U) -6, 7-i?K Kn-5H-^o^ [d] t°7 N /P [l,, 
5 - a] t°JJ ^^> N 

(17) 8- (4-^^7^-/0 - 2 - ^ 3 - (2-^^-4-^ 
hdf-->7a:=/U) -6, 7-^tFo-5H-y^n^ [d] t°yy*P 

15 [i, 5 -a] try v^, 

(18) 8- (2, 4-^dp7i^) -2-^^/1^-3- (2-^/^- 
4-^^71^) -6, 7-i/tKn-5H-y^o^ [d] t° 

7V*n [i, 5-a] t°y 

(19) 8- (3-MJ7;^n^f^7x^) -2-^^-3- (2-^ 
20 bdrV7^-/>) -6, 7-$*fc KD-5H-^o^[d] 

t°7/p [i, 5-a] try ^y, 

(20) 8- (4-7< f^r^7xr:yy) _ 2 -^^vU-3- ( 2 - ^ 4 - 
^ h^v^7i^) -6, 7-^kKP-5H-^P^ [d] t°yy* 
p [1, 5-a] fc°y 5v?y, 

25 (21) 8- (3, 5-^DD7x^) -2-^^VU- 3- 

4-/ s.-lV) -6, 7-^kKo-5H-^n^ [d] t° 
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7/n [l, 5- a] t°!J *S?v N 

(22) 8- (2- ^i-jvy ^~/V) -2-^^-3 - (2-^f"/W-4-^ 
h^^7^^^) -6; 7-v?kKn-5H-^n^ [d] t'^/n 
[1, 5 - a] t°y 

5 (23) (a: y (2-y^ 

)V-A -y Y5r*/7x.~;V) -6, I?0-5H-^n^ [d] 

fy^n [l, 5 -a] t c y 5 v>>\ 

(24) 8 - (1 5: / - 1 , 3-v 5 ^"dfy-2-"/^U) - 2-t 
f-)V- 3 - (2-^f^-4-^ f^y7x-;V) -6, 7-i?kKo-5 

10 H-y^P^y^ [d] k'yy'D [l, 5 -a] k°y?v?y s 

(25) 8- (2, 4 -v^^f y- 3 — <>5v^) - 2-^^-)V- 3 - (2-y 
^•/l/-4-y - 6, KP-5H-^n^[d] 
t'yy* [a, 5- a] t^v^y, 

(26) 8-tf'y. (m^drv-^/^-^) y ?vV- 2 -y- fvW- 3 - 

15 p-4-n^y7a^) - 6, 7-^tKo-6H-^o^ [d] 
t e yy*P [1, 5 -a] t°y ^ >?y N 

(27) 8- (1, 3 - t Kn^-y- 2 -7*a kVk) - 2-^f^-3- (2- 
y^vV-4-y f^^7 I= ;i,) -6, 7-i/tKn-5H-y^D^ 

[d] t'^^P [1, 5-a] fc°!)$v>y x 
20 (28) 8 - (1, 3 -vM h^y- 2 -7°P tf/V) - 2 - y 3 - (2-. 
y 5vl^-4 -y h#y7s=^) -6, 7-i/kKn-5H-y^D^' 

[d] fc°7^p [i, 5-a] tryss^ 

(29) 8- (N, N-v^y^/^/W^^f/l/y^) -2-y^;W-3^- (2 
-^f^-4-^!Sfy7x^) -6, 7-i?kKn-5H-^n^> 

25 * [d] [l, 5-a] t°y^^y, 

(30) l-y77-2-^f/l'-8-t Kn=^>-3- (2-y na-4-y 
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h^is/l') - 6, Kd-5 H-v-^ p^<^^ [d] t°P d [1, 

2 - a ] t°!)5 S^a>kStf;h,3tt#©*£H l fclBffitfMb-a^ -tOlU^ 

5 2 0. 

(!) 6-7^^-^-5- ( 2-^^-4-^ KV7*=^) -9- [ (2 
S, 4R) -4-^ h^rV- 2-^ h^v^^ /Ufc°P y 1 - 

2, 3-v ! tKn-7D [3, 2-d] t'yVu [l, 5- a] l^ijv^ 

(2) 2-^^vW- 3- (2-^^-4-^ h^r->7x-;V) -8- [ (2 
10 S, 4R) - 4-t Y**S- 2 h^v^^tfP V 1 ->f^] - 

5., 7-v^tKD-7P [3, 4-d] fr/'a [1, 5-a] fc°y^>\ 

(3) 6-^^—5- (2-t<^-4-^ h^i/y^-yu) -9- [ (2 
S, 4 R) -4-^ h=¥^- 2 h^rv^^f-/^t°n y l --Y/l^] - 
2, 3 -v/t KP-tfP P [3, 2-d] k'7 7o [l, 5-a] k° y 5 i? 

15 V, 

(4) 8- (3 -2-^^V-3- (2-^dd-4-^ 
h^V^n^) -5, 7-i?tKP-7o [3, 4-d] t'^/p [1, 
5-a] h°U *S?>v 

(5) 8-K\* h^v^/Ptf;— A-) 7*^-2-^5^-3- (2-^p 
20 P- 4 h^riy^in/k) -5, 7-^kKn-7P [3, 4-d] 

yp [i, 5-a] t°y 5^^^b«^5if*^fgffli}ifB«6^t:^, 

2 1 . ffi#©f&ffl l KfEf^-JKst ( I ) -?mtsfiZ>ik&ms Z^m^W} 
25 \z.ff® £ ft5&£fcf*£ft b^7K»^^-t 5E^p a p|I^tlo 
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2 2 . —JKsfc ( I ) 



R 1 




(1) 



(5*^ ■ 

u*3j:u?z.fi^-H^«^tT, cr\ nr 13 , mrnm*. mmm*> 

R 2 fl , ,,. 

10 (o tk mm*. 

(ii) C 1 ~ 8 T/VSr/K 

(iii) C 2 ~ 8 7*/l^<7"— /K 

(iv) C 2~8m- /K 

15 (vi)CF 3N 

(vii) v-T J N 

(viii) - fo, 

(ix) N R 9 R 10 (S^K R 9 ioJ:t;R 10 «-^tL^^LT, 

20 (ii) C l~4T/^/K 

(iii) C 3 ~ 1 0 b< fiZlgt^liSSL 

(iv) l-^ffiOgSSJI^ l — 2ffl©ife5!l^fcJ:t;/4/tH:l-'2fi 
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(v)c''3~l 0(D^-kV<te~n^fcmm-T:\ ^<ttl~4fiOi 
; 1-2 f@«*M-?io «t Uf/Sfctt 1 ~ 2 lS«||JJiH^^W 

5 ^^/uSr^tt>"f 0 ) v 

(x)OR 11 R 1 1 

(i) 7.k!ffC-?\ 

(ii) C l~47T;v^;K 

(iii) C5~6«|, 

io Gv) i "vm'v&mm*. i i@^^*^^«fc"o ? /^^« i {®<d^» 

-f - s 5 £ it 6 m St * it (i 

(v) C 5 ~ 6 Oilit) t < 14 1 ~ 2 i<Di$I^ , lflKOfifejRJS^fe 

Sfrifcc i~4 7;^;^Sbt. ) s 
15 Cxi) SHU 

(xii) S «D) n R 12 nttO, l&fc«:2&^;bU R 12 « 

(i)C 1~4 7/V^K 

(H) c 5 ~ 6 (ommn, 

(iii) 1 ~2<@<B££lj§C?\ 1 fi«|f iUVS/ctel IH^IU^ 

(iv) C 5~6<E>^*^fc L< fil~2j®^^*ig^ s HB^ife*^*? 

(xiiOCOR 11 , 
25 \(xiv) COOR 11 , 

(xy)CONR 9 R 10 N 
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(xvo c 3 ~ i o <D&mh l < i$~m&i%mm, 

(xvii) 1—410 <£>^|fjg^ l~2^(Dm$$J% J 7-&£Xf/ttctel~2B<V$ri 

(xviii) ^v^ym^s CF 3N OCF 3 , V7y, - bn, N R 9 R 1 ° N OR 
5 J \ =N-OR 1 \ SH, S(0) n R 12 , COR 11 , COOR'\ CONR 

9 r 10 , c 3~i o<D%.mhv< ssxxfi-imv&mm*. 
i ~2ffi(D&mm*#&Tf/iiitfc i^2m<o%mw^$:^irz> 3~i o 

10 R 13 t3 

(ii) C 1~4TM;K 

(iii) C 2~4 7/^=;K 

(iv) C 

15 (v)C 3-1 o<D^Mh \^<\t-W^BMn, 

(vi) l~4i©g|]|^ l~2flil<Z)^JI-?-*5j;t^/tfc»l~ l 2{i^1iili 
MffiT&'SGi-Z 3~1 0*©^H1> L< tt-3R5^^ 

(vii) C3~l O^ifcUlill^li^ *fifil-4|§©^^/ 
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